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treatment of byperlipideaia, diabetes, etc. 
IT 669577-82-2^ 

RL: PAC (Pharmacological activity)* SPN (Synthetic preparation)* THU 
(Therapeutic use)f BIOL (Biological study); PREP (Preparation)! USES 
(Uses) 

(preparation of benzene derivs. containing aside moiety as AOC 
inhibitors for 

treatment of byperlipidemia. diabetes, etc.) 
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• STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB Title compds. I (X - Ql, etc.s ring A - {un) substituted aromatic 
hydrocarbon, 

(un) substituted aromatic heterocycle, (un) substituted cyclic alkenyl, etc.; 
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- single bond, -CO-, -NHCO-, etc.; R7 - (un) substituted alkyl, 
(un) substituted alkenyl, (un) substituted alkynyl. etc.; n - 0-S; V - Q2, 
etc.; R1-R3 - (un) substituted alkyl, (un) substituted alkenyl, 
(un) substituted alkynyl. etc.; R4-R6. R8 - (un) substituted alkyl, 
(un) substituted alkenyl. (un) substituted alkynyl. etc.] were prepared For 
exanple, amidation of compound II [R* OH], e.g., prepared from 
4-nitrobenzoic 

acid in 4 steps, with anthranilic acid Ec ester followed by hydrolysis 
using NaOH afforded coiqpound II (R - 2-carboxyphenylamino] . In ACC (acetyl 
CoA carboxylase) inhibition assays, conpound II [R - 2-carboxyphenylaminol 
exhibited the activity of 53%. Compds. I are claimed useful for the 
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CH 3-Pyridinecatboitafflide. N-[(4-[[{4-chloro-3-(3-chIoro-S-cyanophenoxy)-2' 

f luorophenyl] acetyl] amino] -3-methylphenyl] sulf onyl] monohydrochloride 

(9CI) (CA INDEX NAME) 



CN 
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• hci 



• STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT • 

AB Title compds. I (XI • O; Rl and R2 independently - H, alkyl. haloalkyl, 

etc. or together Rl and R2 are -O-CH-CH- or -0-CH2CH2- with provisions; R3 
and R4 independently - H, alkoxy, alkylthio, etc.; R5 - substituted aryl; 
Ar - substituted aryl] and their pharmaceutically acceptable salts, are 
prepared and disclosed as inhibitors of non- nucleoside reverse 
transcriptase. Thus, e.g., II was prepared by hydrolysis of III followed by 
chlorination and subsequent aioidation using 4-aaino-benzenesulfonamide. 
The inhibitory activity of I towards HlVl-RT was evaluated using 
radioactivity assay and it was revealed that selected compds. of the 
invention possessed ICSO values in the cange of 0.004S up to 0.027. I as 
inhibitor of non- nucleoside reverse transcriptase should prove useful in 
the treatment of HIV infection. Pharmaceutical compns. coaprising I are 
disclosed. 

IT S67365-54-6P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of phenoxyphenylacetamides as non-nucleoslde reverse 
transcriptase inhibitors) 
RN 867365-54-6 CAPLUS 
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PATENT ASSIGNEE (S): Roche Palo Alto LLC, USA 

SOURCE: U.S. Pat. Appl. Piibl., 67 pp. 
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DOCUMENT TYPE: Patent 
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PATENT INFORMATION: 
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AB Title compds. I (XI - O, S, CH2, C(0); Rl and R2 independently - H, alkyl, 
haloalkyl, etc. or together Rl and R2 are -0-Ca:CH- or -0-CH2CH2- vith 
provisions* R3 and R4 independently - H. alkoxy. alkylthio. ctc.f R5 - 
alkyl. haloalteyl, cycloalkyl aryl or heteroarylf Ar - (un) substituted aryl 
or heteroaryl; R6 - H, alkyli addnl. details are given in the claims] and 
cheir phariBaceutically acceptable salts, are prepared and disclosed as 
inhibitors of non- nucleoside reverse transcriptase for use in treating or 
preventing an HIV infection, or treating AIDS or ARC. Although the 
methods of preparation are not claimed, .apprx.60 example prepns. are 

included. 

For example, II was prepared by hydrolysis of III followed by chlorination 
and subsequent amidation using 4-8ainobenzenesulfonaBide. The inhibitory 
activity of I towards HIVl-RT was evaluated using radioactivity assay and 
it was revealed that selected con^xls. of the invention possessed IC50 
values - 0.0045-0.027. 
IT 8C73S5-54-6P 

RL: PAC (Pharmacological activity); 5PN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(use of phenylacetamides as non-nucleoside reverse transcriptase 
inhibitors for treating retroviral infections) 
RN 867365-54-6 CAPLUS 

CM 3-Pyridinecarboitamide, N-((4-[ [{4-chloro-3- (3-cbloro-5-cyanophenoxy) -2- 
f luorophenyl) acetyl] aaino] -3-methylphenyl] sulf onyl] monohydrochloride 
(9CI) (CA INDEX NAME) 
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DOCUMENT NUMBER: 143:90225 

TITLE: Pharmacophore. Drug Metabolism, and Phamacokinetics 

Mcxiels on Non-PepUde ATI. AT2. and AT1/AT2 
Angiotensin II Receptor Antagonists 

AUTHOR(S): Berellini, Giuliano; Ccuciani, Gabriele; Mannhold, 

Raimund 

Laboratory for Chemonetrics and Cheminfornatics, 
Department of Chemistry. University of Perugia. 
Perugia, 1-06123, Italy 

Journal of Medicinal Chemistry (2005), 48(13). 
4389-4399 

COOEN: JMCMAR; ISSN: 0022-2623 
American Chemical Society 
Journal 
English 

About 20 nonpeptide angiotensin II receptor antagonists are in various 
stages of clin. development. Different modeling approaches were used to 
predict the pharmacophoric requirements Cor ATI (angiotensin II receptor 
subtype 1) affinity. However, to our knowledge, none was used to predict 
both the selectivity toward ATI and AT2 (angiotensin II receptor subtype 
2) receptor subtypes. In this paper, partial least squares discriminant 
anal, is applied to derive the chemical features guiding ATI and AT2 
selectivity or mixed AT1/AT2 receptor binding. The method can be used to 
modulate ATI vs. AT2 selectivity. Concerns that unopposed stimulation of 
the AT2 receptor might produce adverse effects initiated a search for new 
balanced antagonists. Moreover, it can serve as a fast filtering 
procedure in database searches. Finally, some relevant pharmacokinetics 
and metabolic properties of the database of 53 compds. are calculated using 
the VolSurf and MetaSite software to allow the simultaneous 
characterization of pharmacodynamic and pharmacokinetics properties of the 
chemical space of angiotensin II receptor antagonists. 
ltf0632o48-4, L 735286 

RL: PAC (Pharmacological activity); PKT (Pharmacokinetics); PRP 
(Properties); THU (Therapeutic uae); BIOL (Biological study); USES (Uses) 
(L 735286; pharmacophore, drug mtabolism, and pharmacokinetics models on 
non-peptide ATI, AT2, and AT1/AT2 angiotensin II receptor antagonists) 
160632-48-4 CAPLUS 

3-Pyridinecarbosaaide, N-{[4'-[ (^-ethyl-4.6-dimethyl-lB''benziBidazol-l- 
yl)lBethyl] [1. I'-biphenyll -2-yllsulfonyll - (9CI) (CA INDEX NAME) 
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Abbott Laboratories, USA 
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AB Disclosed are N-acylsulfonamide cob^s. I {Al - N, CA2; one or two or 
three or each of A2, Bl, Dl and El - Rl, ORl, SRI, NHRl, etc., and the 
remainder - H, halo, CN, etc.; Yl - H, CN, N02, C02H, etc.; or Bl and Yl. ' 
together with the atoms to which they are attached, - imidazole or 
triazole; one or two or each of A2, Dl and El - Rl, ORl, SRI, etc., and 
the remainder - H, halo, CF3, etc.; Rl - Ph (un) fused with (hetero) arene, 
heteroaryl (un) fused with (hetero) arene, etc.; Zl - substituted Ph 
(un) fused with (hetero) arene, heteroaryl (un) fused with (hetero) arene] 
which inhibit the activity of anti-apoptotic protein family nenbere. 
coapns. containing the coopds. X and uses of the compds. X for preparing 
medicaments for treating diseases during which occurs expression of one or 
more than one anti-apoptotic protein family member. Over 450 synthetic 
examples were presented (no characterization data for interaediates) . 
E.g., a multi-step synthesis of (IR)-II, starting from piperazine and Et 
4-fluorobenzoate, was given. The compds. I were found to be inhibitors of 
anti-apoptotic Bcl-XL protein and anti-apoptotic Bcl-2 (data given) . 

IT B52S10-24-3» 8S2«10-28>T9 852810-29-ep 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation): USES 
(Uses) 

(preparation of N-acylsulfoaamide apoptosis prostoters) 
RN B52810-24-3 CAPLUS 

CN 3-Pyridinecarbo«amide, 6- (4- [ ( 4 ' -chloro {1,1* -biphenylj -2-yl) methyl] -1- 
piperazinyl] -N- ( (4-1 [ (IR) -3- (dimethylamino) -1- 

[ (phenylthio) methyl] propyl) amino] -3-nitrophenyl]sulfonyl]- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 
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RH B52810-28-7 CAPLUS 

CM 3-PyTidinecarbomamide, 6- (4- ( (4' -chloroll,!* -biphenylj -2-yl) methyl] -1- 
piperazinylj -H-( [4-( ( (IR) -3- (4-morphoUnyl) -1- 

[(phenylthio) methyl} propyl] amino] -3-nitrophenyl]sulfooyl]- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 
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RN 852810-29-8 CAPLUS 

CN 3-Pyridin«carboiiamide» 6-[4-[ (4*-ehloro[l« l'-biph*nyl} -2-yl)methyl]-l- 
pipsrazinyl] -H-[[4-( [ (IR) -3- CdiMthylaaino) -1- 

{ (phenylthio)aBthyl]prop/l)amino]-3- ( trifluoroaethyl) phenyl) aulfonyl] - 
(9CI) {CA INDEX HMIE) 

Absolute stereochemistry. 
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2005:472141 CAPUIS 
143:26638 

Preparation of N-acylsulfonamide apoptosis proaoters 

Bruncko, Milan; Elnore. Steven; Kunzec. Aaron R. i 

Lynch, Christopher L.; Vang, Xilu) Vendt* Michael D. 

Abbott Laboratories. USA 

PCT Int. Appl.. 471 pp. 

CODEN: PIXX02 

Patent 
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APPLICATION NO. 
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three or each of A2, Bl, 01 and El - Rl. ORl, SRI, NHRl, etc.. and the 
•reuinder - H, halo, CN. etc./ Yl - 8, CN, N02, C02H, etc.* or Bl and Yl, 
together with the atoms to vhich they are attached. - imidazole or 
triazole; one or two or each of A2, DI and El - Rl. ORl, SRI, etc., and 
the rectainder - H, halo, CF3, etc.; Rl - Ph (un) fused with (hetero) arene, 
heteroaryl (un) fused with (hetero) arene, etc.; Zl - substituted Ph 
(un) fused with (hetero) arene. heteroaryl (un) fused with (hetero) arene] 
which inhibit the activity of anti-apoptotic protein family members, 
conpns. contg. the coiqpds. I and uses of the coapds. I for prepg. 
medicaments for treating diseases during which occurs expression of one or 
more than one anti-apoptotic protein family member. Over 440 synthetic 
examples were presented (no characterization data for intermediates) . 
E.g., a multi-step synthesis of (1R}-II, starting from piperazine and Et 
4-fluorobenzoate, was given. The compds. I were found to be inhibitors of 
anti-apoptotic Bc1-XL protein and anti-apoptotic Bcl-2 (data given). 

IT B52B10-24-3P 8528X0-28-7? 852810-29-87 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of N-acylsulfonamide apoptosis promoters) 

RN 852810-24-3 CAPLUS 

CN 3-Pyridinecarboxaittide, 6-[4-[ (4* -chloro[l, 1' -biphenylj -2-yl) methyl) -1- 
piperazinyl] -N-[ [4-1 { (IR) -3- (dimethylamino) -1- 

[(phenylthio) methyl] propyl] amino] -3-nitrophenyl) sulfonyl] - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 



O El 




AB Disclosed are N-acylsulfonamide eoepds. I [Al - N, CA2> one or tvo or 
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RN B52BlO>20-7 CAPLUS 

CN 3-PyridinecacboKanide, 6-[4-( (4'-chloco(l. I'-biphenylJ -2-yl)Bethyl] -1- 
pip«razinyll-N-ll4-l[(lH)-3-(4-BPrphoUnyl)-l- 

( (phenylthio) nethyl] propyl] wi no] -3-nitrQph«nyl) sulf onyl] - (9CI ) (CA 
INDEX NAME) 

Absolut* stercocheaiatcy. 



(Continued) 
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RN 852810-29-8 CAPLUS 

CM 3-Pyridinecarbcitaaide, e-|4-{ (4*-chloro(l,l'>biph«nyll-2-yl)iMthyl)-l- 
piperazinyl] -N- [ [ 4- [ [ (IR) -3- (diMthylaaino) -1- 

[ (phenylthio) nethyl] propyl] amino) -3- (tri f luorooethyl) phenyl) sulConyl) - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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2004:648518 CAPLUS 
141:174066 

Preparation of (aryloxyalkyl) furans and related 

compounds as EP4 receptor antagonists for treatment of 
migraines 

Clark, David Edvard; Clark, Kenneth Lylei Coleman, 

Robert Alexander; Oavis, Richard Jon> Fenton, Garryi 

Harris, Neil Victor i Hynd, George t Nevton, Christoper 

Gregory! Oxford. Alexander VilUan* Stuttle, Keith 

Alfred James; Sutton, Jonathan Hark 

Pharraagene Laboratories Limited, UK 

per Int. A;^!., 176 pp. 

CODEN: PIXXD2 

Patent 

English 
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KIND 



DATE 



APPLICATION NO. 



DATE 
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CU, CU. CZ, CZ, DE, OE, DK, OK, DM, DZ, EC. BC, 

ES, FI. FI. GB. GD. GE. GE. GH. GH. HR. HR. BU. 

IS. JP. JP. KE. KE, KG. KG. KP. KP. KP, XR. KR. 
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US 2004192767 Al 20040930 
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AB Title cOBpda. I (vherein R2 - H, (un) substituted alkylt Y - (CH2) nX, NRNl. 
COKJIH21 n - 1, 2» X - O. S, SO, S02f RNl • H, (un) substituted alkylt RN2 - 
H, (un) substituted alkyl« aryli R3 - (un) substituted aryl linked to an 
(un) substituted aryl grotq>, vherein if both acyl groups are benzene rings, 
there aay be an O bridge between the two ringsi A ■■ a single bond, 
allcylene; R5 - carboxy, C0NHS02R, SOZmCOH. tetrazol-5-yl.- R - 
(un) substituted allcyl, acyl. NRN3RN4f RN3 and RN4 - independently 
(un) substituted allcyl; and pharaaceutically acceptable salts thereof) were 
prepared as prostaglandin EP4 receptor antagonists, for exaople, 
(2-Bethylfuran<3-yl)Dethanol was coupled with tert-butyldiphenylsilyl 
chloride in the presence imidazole in DHF to give the protected ale. 

3- (tert-butyldiphenylsilanyloKyaethyl)- Ziffle thylfu ran. Reaction of the 
furan with BuLi in THF. followed by addition of 002 provided 

4- (tert-butyldiphenylsilanylosyoethyl) -5-aethylfuran-2-carboxylic acid. 
The latter was loaded onto 2-chlorotrityl chloride resin swelled with 
CH2C12 using diisopropylethylaoine, and the loaded resin treated with 
tetrabutylammoniuo fluoride in THF. The resin-bound ale. was coupled with 
4-hydroxy-4* -Mthoxybiphenyl using PPh3 and diisopropyl azodicarboxylate 
in THF and the acid cleaved with TFA /H20 to afford H. In binding assays 
using cells stably transf acted with human EP receptor cONA. II 
deaoastratcd selectivity for antagonizing EP4 receptors over EP3 and EP2 
receptors (pKi - >6.5. <S. and <5, rasp.). Thus, I and their 
pharmaceutical compns. are useful for the treatment of conditions 
alleviated by antagonism of an EP4 receptor, such as primary headache 
disorder and migraine (no data). 

IT 7361B2-66-4P, 4 > (Biphenyl-4 -yloxymethyl) -S-methylfuran-2-9Ulfonic 
acid { (pyridin-3-yl)carbonyl) amide 

RL: PAC (Pharaaeological activity)! SPN (Synthetic preparation)! THU 
(Therapeutic usc)( BIOL (Biological study)! PREP (Preparation)! USES 

(Uses) 

(EP4 receptor antagonist! preparation of (aryloxyalleyl) furans and related 
coapds. as EP4 receptor antagonists for treatment of migraines) 
RN 7361B2-66-4 CAPLUS 

CN 3-Pyridinecarboxanide. N-({4-[ ([l,l'-biphenyl]-4-yloxy)methyll-5-methyl-2- 
furaoyl]sulfOllyl] - (9CI) (CA INDEX NAME) 



0 O 




Ph 
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2003:928962 CAPLUS 
140:163801 

Palladium-catalyzed intramolecular a-arylation 

of sulfoximines 

Sola, Carsten; Dkamura. Hiroaki! Verrucci. Harinella 
Institut fur Organische Cheaie. RVTH Aachen. Aachen. 
0^52056, Germany 

Journal of OrganoowtalUc Chemistry (2003). 687(2). 
444-450 

OODEN: JORCAl! ISSN: 0022-32BX 
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2003:397000 CAPLUS 
138:397327 

Protein and cDNA sequences of a human gene EIT-6 ai 
use for treating estrogen-dependent breast cancer 

Polyak, Kornelia; Pankaj. Scth 

Oana-Farber Cancer Institute. Inc., USA 

PCT Int. Appl.. 54 pp. 

OOOQI: PIXX02 

Patent 

EngUsh 



The palladium-catalyzed cycllzation of N- (2-brOiiiobenzyl) - and 

N- (2-brofflobenzoyl)sulfoxinines afforded six-membered heterocycles I (X ' 

CH» Rl - H, N02, OMe; R2 - H; Rl - Hj R2 - Bu; X - N; Rl - R2 - H) and 11 

(X - CB, N! Rl - H; X - CH; Rl - GMe) in moderate to good yield. In both 

cases, the «-arylations of the sulfoximine He groups are catalyzed 

by coobination of Pd(0Ac)2 and racBINAP, in the presence of a base. 



IT 

RL: RCT (Reactant): SPN (Synthetic preparation)! PREP (Preparation)! RACT 
(Reactant or reagent) 

(preparation of (broaobenzoyl) methyl (phenyl) sulfoximines via 
N-benzoylation 

of Bethyl(phenyl)5ulfoxltd.ne with benzoyl chlorides in the preparation of 
benzothiazinone oxides) 
RN 654084-10-3 CAPLUS 

CN Sulfoximine, N-[ (2-brono-3-pyridinyl) carbenyl] -S-methyl-S-phenyl- (9CI) 
(CA INOQC NAME) 
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US 2004-494930 




20040803 


PRIORITY AFPLN. 


INFO 












US 2001- 337754 P 




P 20011109 




















WO 2002-U53S899 




V 20021108 



The invention provides protein and cONA sequences of a human gene EIT-6. 
Also featured by the invention are methods of inhibiting the activity and 
expression of EIT-6. The invention also provides pyridiine-2, 5- 
dicarboxylic acid analogs and their use in treating estrogen-dependent 
breast cancer. 

138834-73-8 138834-74-9 138834-7S-0 
138834>7S->L 138834-77-2 U24S7-91-S 
S27Sr7'-3>-a 527e«7-3«-» 52Tse7-as-o 



RL: PAC (Pharmacological activity)! PR? (Properties)! TBU (Therapeutic 
use)! BIOL (Biological study)! USES (Uses) 

(protein and cONA sequences of human gene BXT-6 and use for treating 

estrogen-dependent breast cancer) 
138834-73-8 CAPLUS 

2-pyridioecarbasylic acid, 5-[ ( (methyLsulfonyl)aainoIcarbORyl] - (9CI) (CA 
INDEX NAME) 
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CM 2-PyridiiwearbcnyUe add, 5-([( O-MthyUtfayDsulfonyllaaiaoJearbonyll- 
tKl) (CA INDEX NAME) 



RN 138834-7S-0 CAPLUS 

CN 2-Pyridin*carboxylic acid. 5-( [ (phenylsulfonyDaoinolcarbonyl] - (9CI) (CA 
INDEX NAME) 



RN 138834-76-1 CAPLUS 

CN 2-Pyridin«carboaylic acid. S-({ [ (phcnylBsthyl)sulfanyl] amino] carbonyl] - 
(9CI) (CA INDEX NAME) 



^^^C-NH-S 



RN 138834-77-2 CAPLUS 

CN 2-PyridiDecarboBy Lie acid, 5-[ [ (l-naphthalenylsulfonyl)amino]cacboiiyl] - 
(9CI) (CA INDEX NAME) 
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CN 2-Pyridinecarboxylic acid. 5-( ( [ (4-BftChoxyph*nyl)sulfonyl)aaino]carbonyll • 
(9CI) (CA INDEX NAME) 
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CN 2-Pyridinecarboxylic acid, 5-(((8-quinolinyl3ulfonyl)aBino]carbonyl)- 
(9CI) (CA INDEX NAME) 



CO2H 
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CN 2-Pyridlnecarboxylic acid. S-{ ([ (4.5-dib^omo-2- 
thienyl) sulfonyl] aminojcacbonyl] - (9CI) (CA INDEX NAME) 




RM 527687-36-1 CAPLUS 

CN 2-Pyridin«carboxyUc acid, S-[(t(4-(4,7-dichloro-2- 

quinolinyll phenyl] sulf onyl) aninolcarbonyl]- (9CI) (CA INDEX NAME) 




CI 
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The N-thionicotinanide derivs- I and II (X - CH or N; Y - O or S; n - 0 or 
1; D - n or 2> Rl - halo, (halo)aHcyl, etc.; R2, R3 - H. halo, 
(halo)alfcyl, etc.; R4 - H. un (substituted) (cycio) allcyl. alkenyl. allcynyl 
aryl, heterocyclyl or alkanoyl; R5 • H, (un) substituted allcyl, alkenyl, 
alkynyl. etc. R6 - H, (un) substituted (cycle) alky I. etc.) are prepared as 
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insecticides, acaricides and veterinary parasiticides. 

506427-14-1 

RL: RCT (Reactant) / RACT (Reactant or reagent) 

(reactant in preparatiioa of N>ttiionicotinaaide pesticide) 
S06427-14-1 CAPLUS 

Sulf iUraine. S, S-bis (l-nethylpropyl) -N- [ [4- f trif luoronethyl) -3- 
pyridinyl]carbonyl]> (9CI) <CA INDEX HAKE) 
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He CH-Et O 

I I II 

Et-CH-^S=M-i 



F3C 
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(R2)„ 



(f>s 



(R7)o 



The invention concerns compns. containing an azole herbicide I [R > H or 
allcoxycarbonyl; Rl - H, (halo) alkyl, (halo) altcenyl, (halo) altcynyl, 
alkoxyaitcyl, allcylthio, etc.; R2 - halo, nitro, cyano, (halo) alkyl, 
(halo) aikenyl, (halo) altcynyl, alkoxyallcyl, etc.; q - 0,1-4] and a safener 
II [X - CH or tit R3 - K. (un) substituted (cycio) alkyl, (cyclo) aikenyl. 
alkynyl. Ph or heterocyclylt R4 - B, (un) substituted alkyl. aikenyl or 
alkynylt R3NR4 - pyrroUdinyl or pipecidinyli R5 - halo, nitro, 
(halo) alkyl, (halo)alkoKy, alkylsulfonyl, alkonycarbonyl or alkylcarbonyli 
R 6 > H alkyl, aikenyl or alkynyl; R7 - R5, cycloalkyl, Ph, cyano, 
alkylthio or alkylsulfinyl; s » 0,1 or 2; o • 1 or 2] . 
500905-91-9 50090S-92-0 

RL: AGR (Agricultural use); BIOL (Biological study); USES (Uses) 

(safened herbicide) 
500905-91 -9 CAPLUS 

3- Pyridinecarbosasdde, 2-Mthoxy-N-[[4-[( (l-methylethyl)aaino]carbonyl)phe 
nyl]sulfonyl)-, aisc. vith (5-cyclapropyl-4-is«iazolyl) {2- (nethylsulfonyl) - 

4- (trifIuoraBethyl)phenyl]Bethanona (9CI) (CA INDEX NAME) 

CM 1 



500905-92-0 CAPLUS 

3-Pyridinecarboxaaide. N- [ [4-1 (cycl^ropylamino) carbonyl] phenyl] sulf onyl) - 
2-Dethoify-, cdxt. vith (5-cyclopropyl-4-isoxazolyl) [2- (aethylsulfonyl) -4- 
(trifluorometbyl) phenyl] nethanone (9CI) (CA INDEX NAME) 

CM 1 

CRN 221670-23-1 
CM? C17 H17 N3 05 S 



CRN 221670-20-8 
CMF C17 H19 N3 05 S 



CRN 141112-29-0 

OtF CIS H12 F3 N 04 S 



o o 

— S-NH-C — (i^H 



CRN 141112-29-0 
CMF CIS H12 F3 N 04 
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<R1)b 



■9^ 

(R2)n 



C(0)NliR3 



AB The invention relates to the use of bcnzaraides (shewn as I; variables 

defined t>elow; e.g. 2- ( [3, S-di(2-chlorobenzylaxy) benzoyl] amino] thiazole) 
or a salt, solvate or prodrug thereof, in the preparation of a medlcaiaent 

for 

the treatnent or prevention of a disease condition nediated through 
glucolcinase (GLK; no data), such as type 2 diabetes, and Co the coapds. I 
and methods for preparing then. Twelve phamaceutical conpns. are included. 
For I: Q is 0-2t n is 0-4; and n 4 n > 0; each Rl - OH, -(CH2)1-40H, 
-CH3-aFa, - (CH2H-44CH3-aFa, -0CH3-aFa. halo, Cl-6ailcyl, C2-6alkenyl, 
C2-6alkynyl, NH2, -NH-Cl-4ailcyl, -N-di (Cl-4allcyl) . CN. fornyl, Ph or 
heterocyclyl optionally siibstituted by Cl-6al)cyl. Each R2 is the group 
Y-X- wherein each X is a linker - -0-Z-, -0-Z-0-Z-, -C(0)O-Z-, -OC(0)-Z-, 
-S-2-, -SO-Z-, -S02-Z-. -N(R6)-Z-, -N (R6) S02-Z-, -S02N (R6) -Z-, -(CH2)l-4-, 
-CH:CH-2-, -C.tplbond.C-Z-, -N(R6)C0-Z-, -C0N(R6)-Z-, -C(0)N(R6) S (O) 2-Z-, 
-S(0)2W{R6)C(0)-Z-, -C(0>-2-, -Z-, -C (O) -Z-0-Z-, -N (R6) -C (O) -Z-0-Z-, 
-0-Z-N(R6)-Z-, -O-C(O) -Z-O-2- or a direct bond; each Z - a direct bond, 
C2-6aXkenylene or - (CH2)p-C(R6a)2- (CH2)q-; each Y - aryl-Zl-, 
heterocyclyl-Zl-. C3-7cycloalkyl-21-, Cl-6allcyl. C2-6alkenyl, C2-6alkynyl, 
-(CH2)l-4CH3-aFa or -CH (OH) CH3-aFa; R3 - Ph or a heterocyclyl; addnl. 
details are given in the claios. More than 30 exaople prepns. of I are 
included and >300 specific exai^les of I are included with 
characterization data. For eaaople, to prepare 2-[ [3, S-di (2- 
ch lor obenzyloxy) benzoyl] ami no] thiazole. diisopropylethylamine (2.0 maol) 
then 4-dimethylaminopyridine (0.1 nmol) were added to a solution of 
2-aninothiazole (1.0 naol) and 3, 5-di (2-chlorobenzyloxy) benzoic acid 
chloride (1.0 maol) in CH2C12 (10 bL) under Ar at acftiient temperature 
After 80 

oins the reaction oixture was filtered, washed with Gei2C12 and dried uixJer 
high vacuum to give the title compound as a colorless solid (411). 
IT 4»»»91-22-9P 499991-27-4P, N-(5- 

(( (Methylsulfonyl) amino) carbonyi)pyridin-2-yl) -3-isopropoxy-5- (2- (thien-3- 
yl)ethoxy)benzamide 499991-28-5P. N-(5-((((4- 

Fluorophenyl) sulf onyl) amino) carbonyi) pyridin-2-yl) -3-isopropoxy-5- (2- 
(thien-3-yl)ethoxy)benzamide 49999l-2»-«P, N-(5- 

( (( (Trifluoraoethyl)sulfonyl} amino) carbonyi) pyridin-2-yl) -3-isopropoxy-5- 
(2- (thien-3-yl)ethoxy)benzamide 499991-90-97, 

N- (5- ( ( ( (Pyridin-3-yl) sulf onyl) amino) carbonyi) pyridin-2-yl) -3-is^coposy-5- 
(2- ( thien-3-yl) ethoxy) benzamide 499991-31-OP, 

N- (5- ( ( ( (3, 5-DimathyU30xazol-4-yl) sulf onyl) amino) carbonyi) pyridiin-2-yl) -37 

isopropoxy-5- (2- (thien-3-yl) ethoxy) benzamide 49999i-92-tF. 

N- (5- { ( ( (S-Chloro-1, 3-diBethylpyrazol-4-yl) sulf onyl) amino) carbonyi) pyridin- 

2-yl) -3-isoprope>y-5- (2- (thien-3-yl) ethoxy) benzamide 499991-33-2» 

, N- (S- ( ( ( (2-Fluorophenyl) sulf onyl) amino) carbonyi) pyridin-2-yl) -3- 

is(qirapoxy-5- (2- (thien-3-yl) ethoxy) benzamide 499991-34-3P, 

N- (5- ( ( ( (5-Chlorothien-2-yl) sulf onyl) amino) carbonyi) pyridin-2-yl) - 3- 

isaf)rapoxy-5- (2- (thien-3-yl) ethoxy) benzamide 

RL: PAC (Phamacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(drug caixlidate; preparation of banzaaides affecting glucokinase for 
cosiiined treataent or prevention of type 2 diabetes and obesity) 
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RN 499991-22-9 CAPLUS 

CN 3-Pyridinacarboxamide, 6-({3- (1-methylethoxy) -5- (2- 
methylpropoxy)benzoyll8minoI-N-(mettqrlsulfonyl)- (9CI) (CA INDEX NAME) 



Me-S-NH- 



RN 499991-27-4 CAPLUS 

CN 3-Pyridinecarboxanide, 6-[ [3- (l-Bethylethoxy)-5-[2- (3- 

thienyl) ethoxy) benzoyl] amino] -N- (methylsulfonyl)- (9CI) (CA INDEX NAME) 





0 



RN 499991-28-5 CAPLUS 

CN 3-PyEidinecarbosaaide, H-( (4-f luorophenyl)sulfonyl]-6-[ [3-(l-aethylethoicy) - 
5-{2>(3«thienyl) ethoxy] benzoyl] amino}- (9CI) (CA INDEX NAME) 

^^v/^ O O OPr-i 
RN 499991-29-6 CAPLUS 

CN 3-Pyridioecarboxamide, 6-[t3- (t-■etbylethaaEy)-S-(2-(3- 
thienyl) ethoxy) benzoyl) amino] -N- [ (trif luoromethyl) sulf onyl] - (9CI ) (CA 
INDEX HAKE) 
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O 



RN 499991-30-9 CAPLUS 

CN 3-Pyridin*carboxaaide. 6*[(3-(l-D«tbyl«thc»y)-5-[2-(3- 

thienyDethoxy] benzoyl] aBinol-H-O-pyridinylsulfonyl)- (9CI) (CA INDEX 
NAME) 




AN 499991'31>0 CAPLUS 

CN 3-Pyridinecarbcniamid«, N>[ (3,5-diMthyl-4-iscnMzolyl)9ulfonyll -6-[ [3- (l- 
Bathylethoxy)-5-(2-(3-thi•nyl)•thaay]b•n^oyllamino]- (9CI) (CA INDEX 
MAKE) 




RN 499991-32-1 CAPLUS 

CN 3-Pyridlnecarboxaaide, N-[ 15-chloro-I, 3-diiuthyl<lH-pyrazoI-4-yl) aulConyl) 
6-[[3-<l-B«thylethoiiy) -5- {2- (3-thi«nyI)«thoxy] benzoyl] amino]- (9CI) (CA 
INDEX NAME) 
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RN 499991-33-2 CAPLUS 

CN 3-Py ridl necarboxaaide, N- { (2- f luoropheny 1 ) suif any 1 ) -6- ( [ 3- ( 1 •eethyle thovy) - 
5-[2- O-thienyDethoxy] benzoyl] aaino)- (9CI) (CA INDEX NAME) 




BN 499991-34-3 CAPLUS 

CN 3-PyridinecarbojiaBide, N- [ (5-chloro-2- thienyl) 9ulf onyl] -6- ( C3- (1- 

mettiylethosy) -5- (2- (3-thienyl)ethosy] benzoyl] amino]- (9CI) (CA INDEX 
NAME) 
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ZV, AM. AZ, BY, 


KG. 


KZ, MD, RU. 




Rtf: 


TJ. 

<m. 


Of. 


KB. 


LS. 


MV, 


HZ, SD. 


SL, 


SZ. TZ, UG, ZH, 


ZV, 


AT, BE, CH. 






CY, 


DB, 


DX. 


ES. 


n. 


FR. GB, 


GR, 


IE, IT, bU, HC, 


NL, 


PT, SE, TR. 






BF, 


BJ, 


CF, 


CG. 


CI, 


CM, GA, 


GN. 


GQ. GV. ML. KR, 


NE, 


SN, TD, TG 


EP 


1406620 






Al 




20040414 




EP 2002-743377 




20020624 




R: 


AT, 


BE, 


CH, 


DE, 


DK, 


ES, FR. 


GB, 


GR, IT, LI. LU. 


NL, 


SB. HC, PT, 






IE, 


SI, 


LT, 


LV, 


FI, 


RO, MX, 


CY, 


AL, TR 






JP 


2005500311 




T2 




20050106 




JP 2003-506907 




20020624 


US 


2005054 715 




Al 




20050310 




US 2004-482264 




20040806 



PRIORITY APPLH. INFO. : SE 2001-2299 A 20010626 

VO 2002-682903 V 20020624 

GTHER SOURCE (S): HARPAT 138:73179 

GI 




I 
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X - Unking group, such as O, CO, amino, Z-O-Z, etci Z - alkylene, 
alkenylene. etc.i R3 - OS, alkosy, alkylaaino, etc.i n - 0-2t n - 0-41 a * 
n > 0], as well as other phenylvinyl-heteroaryl derivs., were prepd. for 

pharmaceutical use in the treatment of diseases or conditions mediated 
through glueokinase (GLK), such as type 2 diabeces. Thus, nicotinic add 
dftriv. II (R3 - OH) was prepd. via condensation of Me 6-aethylnicotinate 
with PhO-3-C6H4CHO using AcOH at 120* for 24 h to give the 
corresponding Me ester II (R3 - OMe) in 49t yield, followed by hydrolysis 
of the ester using IM aq. NaOH in THF to give the desired acld in 761 
yield. The prepd. coopds. were assayed for their effect on GLX activity, 
and pharmaceutical compns. of the prepd. coiqads. were presented. 
IT «7«7Z3-33-6» 

RL: PAC (Pharmacological activity)* SPN (Synthetic preparation) i THU 
(Therapeutic use)t BIOL (Biological study)] PREP (Preparation)! USES 
(Uses) 

(preparation of phenylvinyl-nicotinic acid derivs. for therapeutic use 
glueokinase (GLK) activators) 
RN 479723-33-6 CAPLUS 

CN 3-Pyridinecarboitanide, N-(methyl9ulfonyl)-6-( (IE) -^-[5-(methylthio)-2- 
(phenylJB•tho«y)phe^yl}ethenyl]- (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 




SMe 



REFERENCE OOUNT: 8 THERE ARE 8 CITED REFERENCES AVAILABLE FOR THIS 

RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 



AB Phenylvinyl-nicotinic acid derivs., such as t (Rl - OH, (CH2)l-4aH. N02. 
KB2. haloalkyl, haloalkylosy. alkyl, alkenyl, alkylaaino, etc.i R2 - x-Ti 
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A(XESS10N KlDfBER: 
DOCUMENT NUMBER: 
TITLE: 



fKtOn ASSICNEB(S) ; 
SOURCE: 



DOCUMENT Ty?Et 
LANGUAGE: 
FAMILY ACC. NUN 
PATENT INFORMATION: 

PATENT NO. 



CAPLUS COPYRIOTT 2005 ACS on STN 
2002:505411 CAPLUS 
137:78769 

Preparation of N-arylcarbonyl- and httttroarylcarixinyl 
benzenesulfonaaide inhibitors of Bcl-Xl and Bcl-2 as 
prosoters of apoptosia 

Augeri. David J.; Bauseistar, SCcv«n A.i Bnincko, 

Nilani DiclcBan. Daniel A.t Ding, Hongi Oingaa. Jurganf 

F«9ik, Stephen V.t Hajduk, Philip J.i Xunzer. Aaron 

R.? HoClellan, Villiam; Netteahein. David G.» Ooat, 

Thorsten; Petros, Andrew h.t Rosenberg, Saul H.t Vang, 

Shent Thoaas, Sheela A.; Vang, Xilu* Vendt, Michael 0. 

Abbott Laboratories, USA 

U.S. Pat. Ak>1. Publ.. 126 pp. 

OODEN: USXXOO 

Patent 

English 

1 



US 20020B6887 
US 6720938 
US 2004192681 
PRIORITY APPLN. INFO. : 

OTHER SOURCB(S): 
GI 



B2 
Al 



20020704 
»)040413 
20040930 



MARPAT 137:78769 



APPLICATION NO. 

US 2001-957276 

US 2004-620097 
US 2000-233B66P 
US 2001-9S7276 



20040407 
P 20000920 
A3 20010920 




4 O O O 



AB N-acyl- and N-heteroarylcarbonyl benzcnesulfonaaides I CA > 

(un) substituted Ph, 5- or 6-Be^ered heterocyclic ring with 1-3 N, O, or S 
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atotat Rl - alkyl, haloaltcyl, N02, Nn6R7; R2. R3 - H, allcyl, alkenyl. 
alkynyl, alkoxy, alkylthio, etc.; R4 - aryl, arylalkenyl, arylalkoxy, 
cycloalkenryl, cycloalkyl, halo, heterocyclyl, heterocyclyloxyi R5 - H, 
alkyl, haloj R6, R7 - H, alkenyl, alkoxyalkyl, alkosycarbonylalkyl, alkyl, 
heterocyclyi, etc.: R6R7N - ioidazolyl, BOrpholinyl, piperazinyl, 
piperidinyl. pyrroUdinyl, etc.) are prepd. Over SOO I are prepd. E.g., 
N-biphenylcarbonyl benzenesulfonanida II was prepd. by Pd-catalyzed 
coupUng of 4-FC6B4B(OH)2 and 4-BrC6B4C02Me, hydrolysis of the ester vith 
Lioa, acylation of 4-chloro-3''nitrobenzenesulfonaaide vith the resulting 
acid in the presence of EDCI and OHAP, and nucleophilic aroizi. substitution 
of the chlorobenzenesulfonaaide vith 2, 2-diBethylcyclopentylaaine. 
Coapds. of the invention inhibit Bcl>Xl vith ICSO values betvcen 0.011 
IM and 10 MM, and Inhibit Bcl-2 vith ICSO values between 0.017 »iH 
and 10 KM. 

XT 40«230-aa-«P 40S230-66-8P 

RL: PAC (Phamacological activity)' SPN (Synthetic preparation)'! THU 
(Ther^utic use)f BIOL (Biological stiuly); PREP (Preparation): USES 
(Uses) 

(preparation of N-aryl- and heteroarylcarbonyl benzenesulfonaaide 

inhibitors 

of Bcl~Xl and Bcl-2 as proaoters of apoptosis) 
RN 406230-32-8 CAPLUS 

CN 3-PyridiaecarboxaBide, N-[ [4-(( (IR)-S-aaino-l- 

[ (phenylthio) aathyU pentyl] amino] -3-nitropbenyl) sulfooyl) -6- (4- 
fluorophenyl)- (9CI1 (CA INDEX NAME) 

Absolute stereochenistry. 




406230-66-8 CAPLUS 

3-PyridinecarboxaBide. 6- (4-fluoropheRyl)'-N-{ (3-nitro-4-[ [^- 
(phe^ylthlo)ethyl}alBino]phenyl)sulfonyl]- (9CX) (CA INDEX NAI 



PhS-CH2-CH2-NH 



W^S-NH-C- 



REFERENCE COUNT: 



i AVAIUBLE FOR THIS 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



PATENT ASSIGNEB(S): 



DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATEMT INFORMATION: 



2002:354097 CAPLUS 
136: 355074 

Preparation of N-arylcarbonyl- and heteroarylcarbonyl 

benzenesulfonamide inhibitors of Bcl->X1 and Bcl-2 as 
pronoters of apoptosis 

Augeri, David O.t Baumeister, Steven A.> Bruncko, 
Hilani Oickman, Daniel A.; Ding, Hong; Dinges. Jurgeni 
Fesik, Stephen V.t Hajduk, Philip J.i l&tnzer, Aaron 
R.I HcClellan, tfilUami Nettashein, David G.i Cost, 
Thorsten: Petros, Andrew M.i Rosenberg, Saul H. i Shen, 
Vang: Thomas, Sheela A.I Vang, Xllui Vendt, Michael 0. 
USA 

U.S. Pat. Af^l. Publ., 126 pp., Cont. -in-part of U.S. 

Ser. No. 666,508. 

CODEH: USXXOO 

Patent 

English 

2 



PATENT NO. 




KIND 


DATE 


APPLICATION 


NO. 




DATE 


US 


2002055631 




Al 




20020509 


US 2001-935581 




20010824 


CA 


2423103 




AA 




20020328 


CA 2001-2423103 




20010920 


VO 


2002024636 




A2 




2002032B 


VO 2001-US29432 




20010920 


VO 


2002024636 




A3 




20020926 












V: AE, AC, 


AL, 


AH, 


AT. 


AU. AZ, 


BA, BB. BG. BR, 


BY, 


BZ, 


CA, CB, CN, 




CO. CR, 


CU, 


C7, 


DS. 


OK. DM, 


OZ, EC. EE, ES, 


FI, 


GB, 


GO. GE, GB. 




GM. HR, 


HU. 


10, 


IL. 


IN. IS. 


JP. KE. KG, KP, 


KR. 


KZ, 


LC, LK, LR, 




LS, LT, 


LU, 


LV, 


MA. 


MD. MG, 


MK, MN. MW, MX, 


MZ, 


NO, 


NZ, PH, PL, 




FT, RO, 


RU, 


5D, 


SE. 


SG, SI, 


SK, SL, TJ, TM, 


TR, 


TT, 


TZ, UA, UG, 




UZ, VN, 


YU, 


ZA, 


zv. 


AM, AZ, 


BY, KG, KZ, MD, 


RU, 


TJ, 


TM 




RV: m, GM. 


KE. 


LS, 


KV, 


MZ, SD, 


SL, SZ, TZ, UG, 


ZV, 


AT, 


BE, CH, CY, 




DE. OX, 


ES. 


FI, 


FR, 


GB. GR, 


IE, IT, LU, MC, 


NL, 


FT, 


SE, TR, BF, 




BJ, CF, 


CG. 


or. 


CM. 


GA. GN, 


GQ, GV, ML, MR, 


NE, 


5N, 


TD, TG 


AU 


2001091151 




AS 




20020402 


AU 2001-91151 




20010920 


EP 


1318978 




A2 




20030618 


E3> 2001-971244 




20010920 




R: AT, BE, 


CH, 


OE, 


OK. 


ES, FR, 


GB, GR, IT, LI, 


LU, 


NL, 


SE, HC, PT, 




IE. SI, 


LT. 


LV. 


FI. 


RO, HK, 


CY, AL, TR 








JP 


2004529BS2 




T2 




20040930 


JP 2002-529049 




20010920 


BR 


2001010101 




A 




200S0607 


BR 2001-10101 




20010920 


PRIORITY APPLM. INFO. : 








US 2000-6665 


08 




A2 20000920 














US 2001-935581 




A 20010824 














VO 2001-US29432 




V 20010920 



OTHER SOUnCE(S): 



MARPAT 136:355074 
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(ContlmiKl) 




14 0 0 0 




(CH2)r^ 



m 406230-66-8 CAPLUS 

CH 3-Pyridinecarboxaaid*, &-(4-fluoraph«nyl)-N-[I3-nitco-4-[[2- 

(ph«nylchio)«cfayl]auiio]phanyl]sulfooyl]- (9CI) (OA INDEX NAME) 



PhS-CH2-CH2- 



AB N-aryl- and N-heteroarylcarbonyl banztnasulfonaaidaa I (A - 

(un) substituted Ph, 5- or 6-Bubcred hstarocyclic ring vith 1-3 N, O, or S 
atoasi Al - alkyl. haloalkyl. N02, NR6R7i R2, R3 - B, aUryl, alkenyl, 
alkynyl, alkoxy, allcylthio, etc.t R4 - aryl, arylalkenyl, arylalkoxy, 
cycloalkenyl, cycloalkyl, halo, heterocyclyl, heterocyclyloxy; R5 - H, 
alkyl, halo; B6, R7 - H, alkenyl, alkoxyalkyl, alkaxycarbonylalkyi, alkyl, 
heterocyclyl, «tc.i R6R7N - imidazolyl, morpholinyl, piparazinyl, 
piperidinyl, pyrrolidinyl. etc.] ar« prepared Over 500 I are prepared 

E.g.. 

N-biphenylcarbonyl benzenesulfonamide II vas prepared by Pd-catalyzed 
coupling of 4-rC6B4B(OR)2 and 4-BcC6H4C02He, hydrolysis of the ester vith 
LiOH, acylation of 4-chloro-3-nltrobenzene8ulfonamide vith the resulting 
acid in the presence of BDCI and MAP, and nucleophilic aronatic 
substitution 

of the chlorobenzenesulfonafflide vith 2. 2-dimethylcyclopentylaittine. 
Conpds. of the invention inhibit Bcl-Xl vith IC50 values betveen 0.011 
mK and 10 liH, and inhibit Bcl>2 vith IC50 values betveen 0.017 ftM 
and 10 MM. 
IT 406230-32-07 406230-««-ep 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of N-aryl- and heteroarylcarbonyl benzenesulfonaaide 
inhibitors 

of Bcl-Xl and Bcl-2 as proaoters of apoptosis) 
RN 406230-32-8 CAPLUS 

CN 3-PyridinecarboxaiBide, N-[(4-[ [ (IR) -S-amino-l- 

[ (phenylthio) methyl] pentyl] amino] -3-nitraphenyl]sulfonyl] -6- (4- 
fluorophenyl)- {9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



N02 
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ACCESSim NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



AUTHOR (S) : 
CORPORATE SOURCE: 



PUBLISHER: 

DOCUMENT TYPE: 

LANGUAGE: 

OTHER 50URCE(S) : 

GI 



CAPLUS OOPYRIGHT 200S ACS on STN 
2002:328512 CAPLUS 
138:89662 

Synthesis and antibacterial activity of 

2- (arylthioureido) -3- (p- toluene sulfonanidocarbonyl) pyr 

idines 

Patel, N. B.; Bhagat, P. R. 

Department of Chemistry, South Gujarat University. 
Surat. 39S007, India 

Journal of Indian Council of Chemists (2001), 18(1), 
S6-S8 

OOOEN: JICCE7; ISSN: 0971-5037 
Indian Council of Chemists 
Journal 
English 

CASREACT 138:89662 
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»2B 



*"^T^ O 0 



a: 



RN 494650-1S-9 CAPLUS 

CN 3-Py ridinecarboxamide. 2- ( ( [ (2-aethoxyphenyl) amino] thioxosMthyl] amino) - 
[(4<methylphenyl)sulfonyl)- (9CI) (CA INDEX NAME) 



Title compds. I (R - H. 4-C02H, 2-CHe, 4-OMe, 2'He, 3-He, 4-He, etc.) vere 

prepared from the 2-chloropyridine analogs and arylthioureas. Antibacterial 

activity screening for all I vas carried out. 

484650-13-7P 4a4«S0-14-ft» 404650-15-99 

4S4650-16-09 4S46SO-17-1P 484690-18-2P 

484650-19-3P 484650-20-6P 4846S0-21-7* 

484650-22-87 484650-23-9P 484650-24-OP 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); BIOL 
(Biological study); PREP (Preparation) 

(preparation and antibacterial activity of 2- (arylthioureido) -3- (p- 

toluenesulf onamidoca rbonyl ) py r idi nes ) 
484650-13-7 CAPLUS 

3-Pyridinecarboxamide, N- [ (4-methylphenyl) sulf onyl] -2- 
[((pheaylaaino)thloUBetbyl) amino]- (9CI) (CA INDEX NAME) 



NH 
I 

C=S 
I 

'•^.^ o o 



RN 484650-16-0 CAPLUS 

CN 3-Pyridlinecacbosamide, 2-[[{ (4-methosyphenyl) amino) thioxomethyl) amino] -N- 
((4-Bethylphenyl)sulfonyl)- (9CZ) (CA INI^ HAKE) 



0 



484650-14-8 CAPLUS 

Benzoic acid. 4-([[[3-{C{ (4-mothylphenyl)sulfonyl]aBino]earbonyl]-2- 
pyrldinyl} amino] thioxonettayl] amino]- (901) (CA INDEX MAKE) 
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CHe 



'*N,..,X\ Q Q NH 



RN 484650-17-1 CAPLUS 

CN 3-Pyridinecarbosaaide. 2- [ { ( (2-Bethylphenyl) aoino] thioxnsathyl] aainol -N- 
[ (4-DeChyIphenyl)sulfonyl]- (9CI) (CA INDEX NAME) 



9^. 



I 

o *® 



BN 4B4650>18'-2 CAPLUS 

CN 3'PyridlnAcarbosaffllde, 2- [ [ { (3-iMtfaylph«nyl) amino] thlosomethyl] aminol -N- 
[(4-mthylph«nyl)9ulfoRyl]* (9CI) (CA INDEX NAME) 



M ANSWER 16 OP 71 CAPLUS COPYRIGar 2005 ACS oa STN 



(Condnucd) 



9^" 

KH 

C=S 



RN 484650-19-3 CAPLUS 

CN 3-PyrLdinecarboxaaide, 2> [ ( [ (4-B«thylph«nyl) amino] thioxoaethyll amino] -N- 
((4-mthylpb*nyl)9ulfonyl]- (9CI) (CA INDEX NAME) 



RN 484650-20-6 CAPLUS 

CN 3«PyridinecarbosaBld«, N-[ (4-awtliylph«nyl) sulfonyil -2- [ [ [ (2- 
nitrophanyl) amino] thiosomthyllaai no]- (9CI) (CA INDEX NAME) 
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NH 



RN 404650-21-7 CAPLUS 

CN 3-Pyridlnecarboiianide, N-[(4-Mttiylphenyl)sulfonyl]-2-{l( (3- 
nitrophenyl) amino) thiosooechyl] amino]- (9CI) (CA INDEX NAHB) 



9" 

MB 

II 11 r 



RW 484650-22-8 CAPLUS 

CN 3-Pyridin«carbc»aj»ide, N-[ (4-B«thylphenyl) sulf onyl] -2- [ { ( (4- 
nitri^hcnyl) amino) Chloxomthyl] amino]- <9CI) (CA INDEX NAME) 
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N02 



H-C — r7 ^N 



RN 484650-23-9 CAPLUS 

CN 3-Pyridinecarbo«afflide, 2- [ ( [ (3-chlocqptianyi) amino] thioxomethyl] amino] -N- 
[(4-met)iylpt)enyl)sulfonyl]- (9CI) (CA INDEX NAME) 



7' 



m 484650-24-0 CAPLUS 

CN 3-Pyridineearbasaaide, 2- [ [ [ (4-chloropt)enyl) amino] thiosomathyll amino] -N- 
[(4-m«thylphenyl)aulfotiyl]- (9CX) (CA INDEX NAME) 
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IT 113513-63-* 

RL: ROT (Reactant)i RACT (Reactant or r«agent> 

(preparation and antibacterial activity of 2-(arylthioureido)-3~(p- 
tolue nesu If onaaidocarbonyl ) pyridine 9 ) 

RN 113513-63-6 CAPLUS 

CN 3-PyridinecarbosaBide, 2-chloro-N'[ (4-iBethylphenyl)sulfonyl)- (9CI) (CA 
INDB( NAME) 
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ACCESSION NUMBER: 2002:240717 CAPLUS 

DOCUMENT NUMBER: 136:279215 

TITLE: Preparation of N~arylcarbonyl- and heteroarylearbonyl 

benzenesulfonaaide inhibitors of Bcl-Xl and Bcl>2 as 
proBoters of apoptosis 

IHVENTOR(S): HoClellan, VilUaa: Oo9t. Thorstent Bruncko, Milant 

Vang, XlLui Augcri, David J.i Bauaeister, Steven A.» 
Dicknan, Daniel A.} Ding, Hongi Dinges, Jurgeni Feeik, 
Stephen v.* Hajduk, Philip J.i Kunzer. Aaron R.i 
Nettesheia. David G.f Petros, Andrev H.i Rosenberg. 
Saul H.t Shen. tfangt Thomas. Sheela A.< Vendt, Michael 
D. 

PATENT ASSIGNEE(S): Abbott Laboratories, USA 

SOURCE: PCT Int. Appl.. 292 pp. 

CODENt PIXXD2 
DOCUMENT TYPE: Patent 
LANGUAGE: English 
FAMILY AOC. NUM. COUNT; 2 
PATENT INFORMATION: 



PATENT NO. 




KIND 


DATE 






APPLICATION NO. 




DATE 


VO 2002024636 




A2 




20020328 




WO 2001-US29432 




20010920 


tfO 2002024636 




A3 




20020926 










tf: 


AE, AG. 


AL. 


AM, 


AT. 


AU. 


AZ. 


BA. 


BB, BG. BR, BY, 


BZ. 


CA. CH, CN, 




CO, CR, 


CU, 


CZ, 


DE. 


DK. 


OH. 


OZ, 


EC, EE. ES, FI, 


GB, 


GO, GE, GH, 




CM. HR, 


HU. 


ID, 


IL, 


IN, 


IS, 


JP, 


KE, KG, KP. KR, 


KZ, 


LC, LK, LR, 




LS, LT. 


LU, 


LV, 


MA. 


MD. 


HG. 


MK, 


MN, MV, MX. MZ, 


NO. 


NZ, PH, PL, 




PT, RO, 


RU. 


SO, 


S£. 


SG. 


SI. 


SK, 


SL, TJ, TM, TR, 


TT, 


TZ, UA, UG, 




UZ. VN, 


YU. 


ZA. 


ZV, 


, AH, 


AZ. 


BY, 


KG. KZ, HD. RU, 


TJ, 


TM 


Rtf: 


GH. GM, 


KE. 


LS. 


Htf. 


NZ, 


SD, 


SL, 


SZ, TZ, UG. ZV, 


AT, 


BE, CH, CY, 




DE. DK. 


ES, 


FI, 


FR. 


GB, 


GR, 


IB, 


IT. LU, MC, NL, 


PT, 


SE, TR, BF, 




BJ, CF, 


CG. 


CI, 


CM, 


GA. 


GN. 


GQ. 


GW, ML, MR, NE, 


SN, 


TO, TG 


US 20020S5631 




Al 




20020509 




US 2001-935581 




200108 24 


CA 2423103 




AA 




20020328 




CA 2001-2423103 




20010920 


AU 2001091151 




AS 




20020402 




AU 2001-91151 




20010920 


EP 1318973 




A2 




20030618 




EP 2001-971244 




20010920 


R: 


AT, BE, 


OH, 


DE, 


DR. 


ES, 


FR, 


GB. 


GR, IT. LI. LU. 


HL. 


SE. HC, PT, 




IE. SI, 


LT, 


LV, 


FI, 


RO. 


MK, 


CY, 


AL, TR 






JP 2004S29SS2 




T2 




20040930 




JP 2002-529049 




20010920 


BR 2001010101 




A 




200S0607 




BB 2001-10101 




20010920 



PRIORITY APPLN. INFO.: US 2000-666508 A 20000920 
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VO 2O01-US29432 tf 20010920 
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AB N-aryl- and N- heteroarylearbonyl benzene sulfonamides I [A « 

(un) substituted Ph, 5- or 6-menibered heterocyclic ring with 1-3 N, 0. or S 
atoas.- Rl - alkyl, haloalkyl, ND2, NR6R7; R2, R3 - H, alkyl, alkenyi, 
alkynyl, alkoxy, allcylthio, etc.: R4 - atyl, arylalkenyl, arylalkoxy, 
cycloalkenyl, cycloalkyl, halo, heterocyclyl, heterocyclyloxy» R5 - H, 
alkyl, haloi R6, R7 • H, alkenyl, alkoxyalkyl, alkoxycarbonylalkyl, alkyl, 
heterocyclyl, etc.; R6R7N - iraidazolyl, norpholinyl, piperazlnyl, 
piperidinyl, pyrrolidinyl. etc.] are prepared Over 500 I are prepared 

E.g.. 

N-biphenylcarbonyl benzenesulfonaaide II was prepared by Pd-catalyzed 
coupUng of 4-FC6H4B(0H)2 and 4-BcC6H4C02He. hydrolysis of the ester with 
LiOH, acylation of 4-chloro-3-nitrobenzenesulfonaaide with the resulting 
acid in the presence of EOCI and OMAP, and nucleophilic aroaatic 
substi tution 

of the chlorobenzenesulfonaaide with 2, 2-diraethylcyclopentylamine. 
Coiqxls. of the invention inhibit Bcl-Xl with IC50 values between 0.011 
|tM and 10 MM. and inhibit Bcl-2 with IC50 values between 0.017 |iM 
and 10 |iM. 
IT 40«230-32-8r 406230-6S-8P 

RL: PAC (Pharaacological activity); SPN (Synthetic preparation)! THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of N-aryl- and heteroarylearbonyl benzenesulfonaaide 

inhibitors 

of Bcl-Xl and Bcl-2 as pronoters of apcqitosis) 
RH 406230-32-8 CAPLUS 

or 3-Pyridlnecarboaaaide, N-{(4-{{ (lR)-5-anino-l- 

[ (phenylthio) oethyDpentyll aaino] -3-nitrophenyl] sulf onyll -6- (4- 
fluor^henyl)- (9CI) (CA INDQt NAME) 

Absolute stereochenlstcy. . 
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RN 406230-66-8 CAPLUS 

CN 3-PyridinecarboxaBd.de. 6- (4-fluorophenyl) -N-[[3-nltro-4-{ [2- 

(phenylthio) ethyl) amino] phenyl] sulf onyl]- (9CI) (CA INDEX NAME) 
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ZA, AM, AZ, 

BB, CH, CY, 

SE, TR, BF, 



OTHER SOURCE (S) : 
GI 



HARPAT 135:272885 
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OE 2000- 

VO 2001- 

US 2001- 



10014006 
10057911 
2403807 
936093 
LI. LU, NL, 

9473 
568904 
812309 
7479 

222121-. 



10014006 
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EP30S3 
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SE, HC, PT, 
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20010317 
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20020918 
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A 
tf 

31 20010320 



Title cocpds. [It X - CH, Nt Y - O. S? p, n - 0, If Rl - haloalkyli R2. R3 
- H, halo, (0-. S-, N-internjpted) (substituted) alkyli R4, R5 - R6. CtfR7, 
C(:N0R7)R7, C(:KNR72)R7, C(:tf)0R7, etc.» R6 - alkyl alkenyl, allcynyl. 
cycloalkyl, cycloaltcenyl, etc.i R7 - H, R6t V - O, Si R4RS - (substituted) 
hecerocyclyl], were prepared Thus. N- (2,4,6-triBethylbenzen«sulfonyl)Bethyl 
thien-3-yl3ulfiaide and 4-trifluorQisethylnicotinyl chloride in CH2C12 vera 
droptfise treated with Bt3N in CH2C12 follovcd by stirring at rooa 
>erature 

for 1.5 days to give 81.6% I (Rl - CF3f R2, R3 - Hf M - Het R5 - 
thien-3-yI; X - CH; Y - 0» ■. n - 0) . Tested I gave 90-1001 kill of 
aphids on vicia faba. 

32«873-12>$» 362724«12-7P 362724-l«-«r 
3a2724-15-0» 3S2724-ll-2r 362T24-10-3V 
362724- 1»>4» 362724-20-7P 362724-21-BP 
382724-22>9» 362724-23-Op 362724-24-lP 
3S2724-2S-2P 362724-26-3P 362724-27>4P 
3S2724-2e-5P 362724>2»-6P 362724-30-9P 
362724-31-OP 362724-32-lP 362724-33-2P 
3S2724-34-3P 362724-35-4P 3C2724-36-5P 
362724-37-HSP 3S2T24>38>7P 3412724-39-BP 
362724-40- IP 3S2724-41-2P 362724-42-3P 
362724-43-4P 362724-44-SP 362724-45-6P 
362724-46-7P 3«2724-47-eP 362724-48-9P 
362724-49-OP 362724-50-3P 362724-51-4P 
362724-52-SP 362724-53-6P 362724-54-7P 
362724-55-eP 3«2724-5»-9P 362724-57-OP 
362724-58-lP 362724-59-2P 362724-60-5P 
362724-61-6P 362724-S2-7P 362724-63-0? 
362724-S4-9P 362724-6S-0P 362724-66- IP 
362724-67-2P 362724-6a-3P 362724-69-4P 
362724-70-7P 362724-71-ap 362724-72-9P 
362724-73-OP 362724-74-lP 362734-75-2P 
362724-7e-3P 362724-77-4P 362724-78-5? 
362724-79-6P 362724-80-9P 362724-8 1-OP 
362724-82- IP 

RL: AGR (Agricultural use) ; BAC (Biological activity or effector, except 
adverse}! BSU (Biological study, unclassified)? SPN (Synthetic 
preparation) f BIOL (Biological study) i PREP (Preparation); USES (Uses) 

(preparation of pyridinyl acylsulfinides as insecticides, acaricides, and 

neraatocides) 
326873-12-5 CAPLUS 

loidosulfurous di amide . N,N,N',N*-tet rapr opy 1 -N"-([4-(trif luor oae thy 1 ) - 3 - 
pyridinyl] carbonyl]- (9C1) (CA INDEX NAME) 
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(n-Pr)2N o 

I II 
(n-Pr)2N-S=N-C. 

F3C- 
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Ph-S=H-C. 
I 



RN 
CN 



362724-12-7 CAPLUS 

Sulf i Unine. S-aethyl-S-3-thienyl-N- [ [4- (trif luoronetbyl) -3- 
pyridinyl] carbonyl]- (9CI) (CA INDEX NAME) 



RN 362724-18-3 CAPLUS 

CN Sulf iUnine, S, S-dinethyl-N- [ [4- (trif luoromethyl) -3-pyridinyl) carbonyl] - 
(9CI) (CA INDEX NAME) 



Ne 0 




RN 362724-14-9 CAPLUS 

CN Sulf i limine, S, S-diphenyl-N-( [4-(trifluoroiaethyl) -3-pyridinyl] carbonyl] - 
(9CI) (CA INDEX NAME) 




RN 362724-15-0 CAPLUS 

CN Benzonitrile. 2-f luoro-6-[4-[S-Bethyl-N-[ [4-(trifluoroia«thyl) -3- 
pyridinyl] carbonyl] sulf oniBidoyDphenosyl- (9CI) (CA INDEX HAKE) 




RN 362724-19-4 CAPLUS 

CN SulfiUmine. S.S-bisd-methylethyl) -N-{ (4- (trif luoromethyl) -3 
pyridinyl) carbonyl}- (9CI) (CA INDEX NAME) 




RN 362724-20-7 CAPLUS 

CN SulfiUmine, S.s-diethyl-N- [{4- (trif luorOBetfayl) -3-pyridinyl] carbonyl] - 
(9CI) (CA INDEX NAME) 



Me O 



362724-17-2 CAPLUS 

Sulf osinine, 5. S-diphenyl-N-( [4- (trif luoroi 
(9CI) (CA INDEX NAME) 



Bthyl) -3-pyridinyll carbonyl) - 



RN 
CN 



362724-21-8 CAPLUS 

Imidosulfurous diaiaide, N,N,N' ,N' -tetraaetbyl-H* '-( (4-(trifluon 
pyridinyl) carbonyl]- (9CI) (CA INDEX MAKE) 



i«tbyl)-3- 



<12/14/2005> 



Habte 
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l«82 O 

I n 

Me2ll-S=N-( 



RN 362724-22-9 CAPLUS 

CN liftidosulfurous diaiaide. N,N,N' ,N' -tetraethyl-N" -[ {«- (trifluoronsthyl) -3- 
pyridinyi]carbonyl)- (9CI) (CA INDEX NAME) 



NEt2 O 

I H 



Et2N-S=N-( 



m 362724-23-0 CAPLUS 

CN HorphoUne. 4,4'-U[4-(trifluoramethyl) -3-pyridinyl}carbonyl]sulfinimidoyl 
]hi9- (9CI) (CA INDEX NAME) 



0. 



RN 362724-24-1 CAPLUS 

CN Pipcridlnc, l,l'-[[[4-(trifluoroiMthyl)-3-pycidlnyl]carbonyl)sulfiniiBidoyl 
Ibis- (9CI) (CA INDEX HAKE) 



9 ' 

N S=W-C — if 



RN 362724-25-2 CAPUJS 

CN ImidosuUurous diaaide, H.N.N* ,H'-tetcalci9 (1-ne thy lethyl) -N' ■-[ t4- 
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(trifluoroa«thyl)-3-pyridinyllcarbonyl]- (9CI) (CA INDEX NAME) 



(i-Pc)2N 
(i-Pr)2N-S=N-i 



RN 362724-26-3 CAPUJS 

CN sulfiUmine, S.S-bi»(2-flwthyIpropyl) -N-[ [4-(tcif luocomthyl) -3- 
pyridinyI)carbonyl)- (9CI) (CA INDEX NAME) 



i-Bu O 
i (I 



i-Bu-S=N-( 



RN 362724-27-4 CAPLUS 

CN Sulfilimine, S,S-bi9(phenyl«ethyl)-N-((4- (trifluon 
pyridinyljcarbonyl]- (9CI) (CA INDB( HAKE) 



lethyl) -3- 



Ph-CH2 



362724-28-5 CAPLUS 

Inidosulfucoua diaiaide. N.H' -bis (1. l-dinethylethyl) -N.N* -bis (phenyljaethyi) - 
N"-[[4-(trifluoconetiiyl)-3-pyridinyl]carbonyl]- (9CI) (CA INDEX NAME) 



t-Bu-N O 
I II 
t-Bu-N— S=N— " 



362724-29-6 CAPLUS 

lBd.dosulfurous dianide, N,N'-dimethyi-N.N'-diphenyl-N"-[[4- 
{trifluoramethyl)-3-pycidinyl]carbonyl]- (9CI) (CA INDEX HAHE) 
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Ph 
I 




RN 362724-30-9 CAPUJS 

CN Ifflidosulfucous diamide. N.N* -dicyclohexyl-N.N'-bis (phenyiaettiyl) -N" - [ [4- 
(trifluoroBwttiyl)-3-pyridinyl]cacbonyl]- (9CI) (CA INDEX NAME) 
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l,2,7-thiadia2epin-l-yl)-4-(trifIuoromBthyl)- (9CI) (CA INDEX NAME) 




RN 362724-34-3 CAPUJS 

CN Sulfilimine. N- [ [2. 6-dichloro-4- (trif luorraBcthyl) -3-pycidinylJ carbonyl] - 
S.S-bisd-nethy lethyl)- (9CZ) (CA INDEX NAME) 




RN 362724-31-0 CAPLUS 

CN I nidosuifurous diaiaide. N.N*-dibutyl-N.N'-bis(pbenyliBethyl)-N"-[{4- 
(trifluoronathyl)-3-pycidinyll carbonyl]- (9CI) (CA INDEX NAME) 



CH2-Ph 



n-Bu-N O 




RN 362724-32-1 CAPLUS 

CN 3-Pyridinecarbojuaide, 2.6-dichloro-N-(2.3.4.5-t«trahydro-lM-1.2.6- 
thiadiazin-l-yl)-4-(trlfluoroMtbyl)- (9CI) (CA INDEX MAKE) 




RN 362724-33-2 CAPLUS 

CN 3-Pyridinecacbaaanide. 2,6-dichloro-N- (3.4. 5.6-t«trahydro-2B-lX4- 

<12/14/2005> 




RN 362724-35-4 CAPLUS 

CN HorphoUne. 4.4*-( ( (6-chloro-2-(diethylaBino)-4-(trifluoranethyl) -3- 
pyridinyl] carbonyl) sulfinimidoyl] bis- (9CI) (CA INDEX NAME) 




RN 362724-36-5 CAPLUS 

CN I nidosuifurous diamide. [2.6-diehloco-4-(trif luoroaethyl)-3- 

pyridinyl]carboayll-N.N,H^N•-tetraBethyl- (9CI) (CA INDEX NAME) 




RN 362724-37-6 CAPLUS 

CN loidosulfurous dlamide, N* *-{(6-chloro-2-(diBetbylaBino)-4- 
(trifluoroaatllyl)-3-pyridinyl]cadbo^yll-H,N.N^N*-tetraaethyl- (9CI) (CA 
INDEX NAME) 



Habte 



10/773,471 



Page 21 
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m 362724-38-7 CAPLUS 

CN MorphoUn*. 4, 4 [ [ [6-chloro-2-( (4-nethylcycloheiryl) anino} -4- 

(CrifluoroBethyl)-3-pyridinyl]carbonyl)9ulfiniQidoyl]bi3- (9CI) (CA INDEX 
NAME) 



Me 




KN 362724-39-8 CAPLUS 

CN Sulfi limine, S-( (4-Bethylphenyl)iBetbyl|-S-phenyl-N-[(4-(crifluoroiMthyl)-3- 
pyridinyllcartmnyl]- (9CI) (CA INDEX NAME) 



Ph o 



BN 362724-40-1 CAPLUS 

CN Sulfilinine, S-iMthyl-S-(l-oethylethyl)-N-[(4-(tri£IuorOBethyl)-3- 
pyridioyl] carbonyl) - (9CI) (CA INDEX NAME) 




RH 362724-41-2 CAPLUS 



L4 ANSVER 18 07 71 CAPLUS COPYRIGHT 200S ACS on STN (Continued) 
CN SulfiUoine, S-B«thyl-S-(4-Bethylphenyl)-N-{(4-(trifluoraBathyl)-3- 
pyridinyl] carbonyl]- (9CI) (CA INDSX NAME) 




RN 362724-42-3 CAPLUS 

CN SulflUmine, 5-[ (2, S-<liDecbylphenyl)DethyI] -S-GwChyl-N-((4- 

(tririuorom«thyl)-3-pvridinyl] carbonyl]- (9CI) (CA INDEX NANS) 



Me 




BN 362724-43-4 CAPLUS 

CN SuUiliaine, 5- (2, 5-diiMthylphenyl) -S-«thyl-N-( (4-(trif luoroaethyl) -3- 
pyridlnyl] carbonyl] - (9CI) (CA INDEX NAME) 



He 




BN 362724-44-5 CAPLUS 

CN SulfiUmine, S- (l-nethyletbyl) -S-propyl-H-[ [4- (triCluoronethyl) -3- 
pyridinyl] carbonyl]- (9CI) (CA INDEX NAME) 



i-Pc O 




RN 362724-45-6 CAPUIS 

CN SulflUmine, S- ( cycles ropyloe thy 1) -S- (1-methylechyl) -N- ( (4 - 
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(trifIuocoBethyl)-3-pyridinyl) carbonyl]- (9CI) (CA INDEX NAME) 




RN 362724-46-7 CAPLUS 

CN SulfiUmine, 5-(l-methylethyl)-5-[l-(4-Bethylphenyl)ethyl]-N-{(4- 
(trifluoroBethyl)-3-pyrldinyl) carbonyl]- (9CI) (CA INDEX NAME) 



L4 ANSVER 18 OF 71 CAPLUS COPYRIGHT 200$ ACS on STN (Continued) 




RN 362724-50-3 CAPLUS 

CN SulfiUmine, S- (1-nethylethyl) -N-[ [4-(trifluoromethyl) -3- 

pyridinyl] carbonyl] -S-t (2, 4, 6- trimethylphenyl) methyl]- (9CI) (CA INDEX 
NAME) 




RN 362724-47-8 CAPLUS 

CN SulfiUmine, S- (1-nethyiethyl) -S-[ [4- (trifluoromethyl) phenyl] methyl) -N- [ (4- 
(trifluoraoethyl)-3-pyridinyl] carbonyl)- (9CI) (CA INDEX HAKE) 



_ . _ Me ^ 1 
O i-Pr 

CF3 He 



RN 362724-51-4 CAPLUS 

CN SulfiUmine. S- ( (2, 6-dif luorophenyl) methyl] -S- (1-methylethyl) -N- [ [4- 
(trifluoromethyl)-3-pyridinyl] carbonyl]- (9CI) (CA INDEX NAME) 



0 

a: 



i-Pr 
I 

[«=S-CH2- 



362724 -4S-9 CAPLUS 

SulfiUmine, S- 1 (4-raethoxyphenyl) methyl] -S- (1-Bethylethyl) -N-( (4- 
(trif luoromethyl) -3-pyridinyl}carbonyl] - (9CI) (CA INDEX NAME) 



i-Pc 
l*=S-CH2 



362724-52-5 CAPLUS 

SulfiUmine, S- (2-furanylBethyl) -S- (l-methylethyl) -N-( [4- (trifluoromethyl) - 
3-pyridinyl} carbonyl]- (9CI) (CA INDEX NAME) 



Or 



362724-49-0 CAPLUS 

SulfiUmine, S- (1-nttthylethyl) -S-[ (4-nitcophenyl)aathyl] -H-f [4- 
(trifluoroaethyl)-3-pyridiayl] carbonyl]- (9CI) (CA INDEX NAME) 



362724-53-6 CAPLUS 

SulfiUmine, S- (4-BothO)(ypbenyl) -S- (1-methylethyl) -N-[ (4- (trif luoroaethyl) - 
3-pyridinyl] carbonyl]- (9CI) (CA INDEX NAME) 



<12/14/2005> 



Habte 
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m 362724-54-7 CAPLUS 

CN Sulfilindna, S- (2, 5-<liia«thylphenyl) -s- (l-oethylethyl) -N-( tl- 
ftrif luoronathyl) -3-pyridinyl] carbonylj - (9CI) (CA INDEX NAME) 



Me 




RN 362724-55-8 CAPUJS 

CN SulfiUmine. S- (1-Mthylethyl) -S-2-pyridinyl-N> [ [4- (trifluorooettiyl) -3- 
pyridinyl}carbonyl]- (9CI) (CA INDEX NAME) 



RN 362724-56-9 CAPLUS 

CN SuifilimlRe. S-butyl-S-(4-chlorophttnyl)'H-({4-(trifluoroiMthyl)-3- 
pyridinyljcarbonyl)- (9CI) (CA INDEX NAME) 




iW 362724-57-0 CAPLUS 

CM SulfiUmine, S- (1-DeChylpropyl) -S-[ (4-nltrophenyl)iMthyl] -N-{{4- 
(trifluorometbyl) -3<pyridinyl]carbonylI- (9CI) (CA INDQC NAME) 



Me 




RN 362724 -5S-1 CAPLUS 

CN Sulfiliaine. S-( (4-Bechoxyphenyl)Dethyl}-S-(l-Bechylprapyl)-N-{[4' 
(trifluoracwthyl)-3-pyridinyllcarbonyl]- (9CI) (CA INDEX NAME) 



Me 




UN 362724-59-2 CAPUIS 

CN Sulf ilisdne, S- ( l-sethylprc^l) -S- ( (4 - ( trifluoronethyl) phenyl) oethyl] -N- 
C[4-(trifluoraBethyl)-3-pyriclinyl]carbORyll- (9CI) (CA INDEX NAME) 



Me 




RN 362724-60-5 CAPLUS 

CN SulfiUmine. S-(l-nethylpropyl)-N-([4-(trifluoroiMthyl)-3- 

pyridinyl]carbonyl}-S-t(2,4,6-triBethylphenyl)oethyl]- (9CI) (CA INDEX 
NAME) 



Me 

!_ „^ Me 
O CH-Et ] 

CF3 Me I 



RN 362724-61-6 CAPLUS 

CN Sulf iliaine, S- [ (3, 5-diawthyl-4-i90itazolyl) methyl] -S- (l-methylpropyl) -N- 
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l{4-(crifluoroaethyl)-3-pycidinyl)carbonyl)- (9CI) (CA INDEX NAME) 




S- CH-Et 
II I 
N Me 

! 



c=o 



RN 362724-62-7 CAPLUS 

CN Sul fill mine, S- (4-inethoxyphenyl) -S- (2-nethylpropyl) -N- [ {4- 

(trifluoroBethyl)-3-pyridinyl]cacbonyl]- (9CI) (CA INDEX NAME) 




RN 362724-63-8 CAPLUS 

CN Sulfilinine, S- (2, S-di«etbylphenyl) -S- (2-met)iylpropyl)-N-[ [4- 
(trif luoraaethyl)-3-pyridinyl]carbonyl] - (9CI) (CA INDEX NAME) 



i-Bu O 

He F3C ^ 
RN 362724-64-9 CAPLUS 

CN SulfiUmine, S- (cyclopropylaethyl) -S-pbenyl-N-I (4- (trifluoroaetbyl) -3- 
pycidinyl]carbonyl]- (9CI) (CA INDEX NAME) 




RN 362724-6S-0 CAPUiS 

<12/14/2005> 
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CN 2H-Thiopyran, 1, l,3,4r S,6-hexahydrQ-l>{ [ [4-(trif luoromethyl) -3- 
pyridinyl]cacbonyX]iainol- (9CI) (CA INDEX NAME) 



RN 362724-66-1 CAPLUS 

CN SulfiUmine, S- { (2, 6-difluorophenyl) methyl] -S-phenyl-N- ( [<- 

(trifluoronethyl) -3-pycidlnyl]carbonyl)- (9CI) (CA INDEX NAME) 



r Ph 0 



RN 362724-67-2 CAPLUS 

CN SulfiUmine, S-( (2,6-difluQrophenyl)o•thyl]-S-(2,S-diBothylphe^yl)-N-({4■ 
(trifluo^omethyl)-3-py^ldiinyl]cari9onyl] - (9CI} (CA INDEX NAME) 




RN 362724-69-3 CAPLUS 

CN SulfiUmine, S- [ (2, 6-dif luorophenyUmethyl] -S- (4-nethojiyphenyl) -N-( [4- 
(trif luoromethyl)-3-pyrldiflyllcarbonyI] > (9CI) (CA INDEX NAME) 



0K« 




RN 362724-69-4 CAPLUS 

CN SulfiUmine, S-phenyl-S-[5- (trifluoronethyl) -2-pyridinyl] -N- ( (4 
(trifluoronethyl) -3-pyridiiDyllcarbonyl]- (9CI) (CA INDEX NAME) 
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RN 362724-70-7 CAPLUS 

CN SulfiUoine, S-phenyl-S-3-thienyl-N-[(4-(trifluoroniethyl)-3- 
pyridinyljcarbonylj- (9CI) (CA IMOEX NAME) 



Ph O 




RN 362724 -71-B CAPLUS 

CN Oib«nzothioph«ne, 5.5-dihydro-S-{([4-Urifluoroaethyl)-3- 
pyridinyl]carbonyl]lBino]- (9CX) (CA INDEX NAHE) 




RN 362724-72-9 CAPUIS 

CN PhenoJtathlin, 10, 10-dihydro-lO- [ I [4- (trifluoromethyl) -3- 
pyridinyl]carbonyl]ininol- (9CI) (CA INDEX NAME) 



U JWSVER IB OF 71 CAPLUS COPYRIGHT 2005 ACS on STM (Continued) 

c=o 




RN 362724-73-0 CAPUIS 

CN Thianthrene. 5,5-dihydro-S-[ [ [4- (trif luorooBthyl) -3- 
pyridinyl)carbonyl)ioino]* (9CI) (CA INDEX NAME) 



r- 




RN 362724-74-1 CAPLUS 

CN 1OH-Ph0nothiazin«, 5, S-dihydro-lO-methyl-S- ( [ (4- (triCluoroaathyl) -3- 
{>yrldinyllcarbonyl]iaino]- (9CI) (CA INDEX NAHE) 
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F3( 



CH2-C=CH-Me 



RM 362724-7B-5 CAPLUS 

CN SulfojiiBine, S,S-bi»(l-BethylethyX)-N-((4-(trifluoroaethyI)-3- 
pycidinyl]earbonyl]- (9CI) (CA INDEX NAME) 



RN 362724-75-2 CAPLUS 

CN 3-PyridinecarbQxamide, N-[N-propyl-S- (p^opylamino)sulfinimidoyl)-4- 
(trif luoromethyl) - (SCI) (CA INDEX NAME) 



n-PrNH O 
I II 
n-Pr-N=S-NH-C. 



RN 362724-76-3 CAPLOS 

CN NorphoUno. 4,4'-({[2,6-dichloro-4-(trifluoroa*thyl)-3- 

pyridinyiIcarbonyl)8ulfinimidoyl]bis- (9CI) (CA INDSC NAHE) 



0 . 



F3C^ ^ ^Cl 



RN 362724-77-4 CAPLUS 

CN Sulfiliraine, S- (2, 5-diosthylphenyl) -S- {2-etfayl-2-butenyl) -N-[ [4- 
(trifluoroe«ttryl)-3-pyridinyl]carboiiyl]- (9C1) (CA INDEX NAME) 



i-Pr-S= 
I 

i-Pr 



RN 362724-79-6 CAPLUS 

CN Sulfoxinine, S- ( 1-oethylethyl) -S-( [4- (trif luoroaethyl) phenyl] oethyll -N-( (4 - 
(trifIuoroaethyl)-3-pyridinyl)carbonyl)- (9CI) (CA INDEX NAHE) 



O i-Pr 

aC-M=S-CH; 



RN 362724-80-9 CAPLUS 

CN Sulfiliraine, S- (2, S-diaetbylphenyl) -S-( [4- (trifluoroaethoxy) phenyl] methyl] - 
N-[(4-(trifluoroiaethyl)-3-pyridinyl]carbonyl]- (9CI) (CA INDEX NAME) 



<12/14/2005> 



Kt 362724-81-0 CAPUIS 

CN Sulfiliaine, S-(4-chlora|riicnyl) -S-([4-(trifluorea«tha>y)phanyl)Dethyl)-N- 
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[(4-(crifluoroiMtbyl)-3-pyridinylIcarbonyI]- (9CI) (CA INDEX NAME) 



U ANSVER 18 OF 71 CAPLUS COPYRIGHT 200S ACS oa STN (Continued) 



CI 
I 

Cl-S=M-( 



° CI 
II I 



ryc-o' 



BN 362724-82-1 CAPLUS 

CM Sulfilimins, S-ph*nyl-S-[(4- (trlfluorOMthoxy)pbtnyl]Bwthyl] -N-f (4- 
(trifluoroe•tfayl)-^-pyridinyl]carbonyl]- (9CI) (CA INDEX NAHE) 



F3C-0' 

IT 3S2724-10-5P 3S2724-11-«P 

RL: ACT (Reactant) i SPN (Synthetic preparation)! PREP (Preparation)! RACT 
(Reactant or reagent) 

(preparation of pyridinyl acylsulfiiaides as insecticides, acaricides, and 
neoatocides) 
RN 362724-10-5 CAPUIS 

CM laidosulfurous dictiloride, {[4-(trifluoroctethyi)-3-pyridinyl]carbonyl}- 
(9CI) (CA INDEX NAHE) 



CI 

C1-S=N-C. 



RN 362724-11-6 CAPLUS 

CN iBidosuifuroiu dichloride, [[2,6-dichloro-4-(trifluoromethyl)-3- 
pyridinyDcarbonyl]- (9CI) (CA INDEX NAME) 
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DOCUMENT NUMBER: 
TITLE: 

AUTBOR($): 
CORPORATE SOURCE: 



PUBLISHER: 
DOCUMEfTT TYPE: 
LANGUAGE: 



RN 
CN 



CAPLUS OTPYRIGHT 2O05 ACS on STN 
1999:71S779 CAPLUS 
132:60427 

Antidote activity of N- (3-pyridoyl) -S, S- 
diallcylsulf iliciine derivates on soybean 
Schwartau, V. V. 

Institute of Plant Physiology and Genetics, National 
Acadeiay of Sciences of Ukraine. Kiev, 2S2022, Ukraine 
Fiziologiya i Biokhimiya Kul'turnykh Rascenii (1999), 
31(4), 303-307 

CODEN: FBKRAT; ISSN: 0532-9310 
Izdatel'stvo "Logos- 
Journal 
Russian 

The effect of new N- (3-pyridoyl) -S, S-dia Iky Isulfiliotine derivates on 
dinitroaniline phytotosicity vas studied. The new conpds. protected 
soytMsn plants froa trifluralin injury. The antidote action vas related 
to effects of the new compds. on nitrogenase activity and herbicide 
degradation in soil. 

162441-90-9 2S3333-»5-a 253333-96-9 
2S3333-97-0 253333-98-1 253333-99-2 

RL: AGR (Agricultural use) : BAC (Biological activity or effector, except 
adverse); BSU (Biological study, unclassified); BIOL (Biological study); 
USES (Uses) 

(herbicide antidote activity of pyridoyldialkylsulfilinine derivates on 
soybean) 
162441-90-9 CAPLUS 

SulfiUnine, N-[ (l-Dethylpyridiniua-3-yl)carbonyl]-S.S-bis(l-nethyletliyl)- 
, iodide (9CI) (CA INDEX NAME) 



N* 

a 



= S-Pc-1 
I 

i-Pc 
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INDEX NAME) 



t-Pc O 
I I! 
i-Pr-S=N- 



RH 2S3333-97-0 CAPLUS 

CN Sulfilinine, S,S-diethyl-N'(3-pyridinyIcarbonyl) - (9CI) (CA INDEX NAHE) 



Et O 
I 

Et-S=M-C, 



RN 253333-98-1 CAPLUS 

CN SulfiUnine. S,S-diawthyl-N-[ (l-aetbylpyridiniua-3-yl)cacbonyll -, iodide 
OCX) (CA INDEX NAME) 



Me O 
i II 
Me-S=N-C. 



RK 253333-99-2 CAPtUS 

CH Sulfiliaine. S,S-di*thyl-N-{ (l-Bwthylpyridiniun-3-yl)carbonyl| -, iodide 
(9CX) (CA INDEX NAME) 



Et 



W 253333-95-S CAPLUS 

CN SulfiliBdne. S,$-diBSthyl-N-(3-pyridinyIcarbonyl) - (9CI) (CA INDEX NAME) y |[ 

Et-S=N-C. 



RN 253333-96-9 CAPCUS 

Ol SulfiUednt, S.S-bi9(l-aethyIethyl)-N-(3-pyrldiRylcarboayl)- (9CI) (CA 

<12/14/2005> Habte 
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DOCUMENT NUMBER: 130:252154 

TITLE: Preparation of acylsulfaaoirlbcnzoic acid ataidaa as 

herbicide saftners. 
INV£NTOR(S) : Zieaer. Franki Villfis, Lothari Auler, Thoaast 

Bieringer. Reraanni Rosinger* Christopher 
FATEHT ASSIGIfEBIS) : Roechst Sobering Agrevo G.ca.b.H., Gersany 
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COOS»: PIXXD2 
DOCUMENT TYPE: Patent 
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GN. 


GV, 


ML, 


MR, NE. 
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AU 
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AB Plant protection agents optionally containing 21 pesticide and containing 
21 title coepda. (Ii X - CH, N; Rl - B, (substituted) heterocyclyl, 
hydrocarbylf R2 - H, 06, (substituted) alkyl, alkenyl, alkynyl, alkovy, 
alkenyloxyf R1R2 • atoas to fors 3-6 ae^ieced ringf R3 - halo, cyano, ll02, 
anino. OH, C02H. CSO, C0NH2, S02NH2, etc. i R4 - H, alkyl, alkenyl, 
allcynyli R5 - halo, cyano, N02. aaino, OH, 002B. CBO. O0NH2, S02NH2, 
phosphoryl. eto a - 0-5) n - 0-4} vith provisos], are claioed (no data). 
Thus. 2-chlorobenzoic acid in TH7 vas treated vith carbenyldiiiaidazole 
followed by 30 min stirring at roon temperature and 30 oin. at reflusi 
N-propyl-4-sulfaBovIbenzaaide and then DBU vera added and the aiature was 
refluxed 3 h to give S4l 4- (a-chlorobenzoylsulfaaoyD-N-prf^iylbenzaaide. 
IT 221670-2O-«P 221670-23- IP 221«7<>-26-4» 
221670-29-7? 221670-31 -IP 

RL: AGR (Agricultural use}/ BAC (Biological activity or effector, except 
adverse): BSU (Biological study, unclassified)! SPH (Synthetic 
preparation) I BIOL (Biological study)/ PREP (Preparation)/ USES (Uses) 

(preparation of acylsulf aaoylbenzoic acid amides as herbicide safeners) 
RN 221670-20-8 CAPLUS 

CM 3-PyridinecarbosaBide, 2-aethosy-N-({4-({ (l-nethylethyl) anino] carbony 11 phe 
nyljsulfonyl)- (9a) (CA INOBC HAMS) 



O O 

o 



RN 221670-23-1 CAPLUS 

CN 3-Pyridinecarbosaaide, N-[ {4-[ (cyclcqiropylaiaino) carbonyl] phenyl] sulfonyl] - 
2-mthoxy- (9CI) (CA INDEX HAKE) 




<R3)n 



(R5)n 



221670-26-4 CAPLUS 

3-PyridinecarboicaBide, N- [ [4- [ ( (1, 2-diBethylpropyl) aaino] carbonyl) phenyl] s 
ulf onyl] -2-Bethoxy- (9CI) (CA INDEX NAME) 
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RN 221670-29-7 CAPLUS 

CN 3-Pyridinecarbovafiiide. N-((2.4-dichloro-S-( (cyclopropylaaino)carbonyl]phen 
yl] sulfonyl] -2-Bethoxy- (9CI) (CA INDEX NAME) 




RN 221670-31-1 CAPLUS 

CN 3-Pyridinecarbosaaide, N-[[2-chloro-5-[ (cyclopropylaaino) carbonyl) phenyl) s 
ulfonyl) -2-aethoxy- (9CI) (CA INDEX HAKE) 




REFERENCE COUNT: 11 THERE ARE 11 CITED REFERENCES AVAILABLE FOR THIS 

RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 
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TITLE: Preparation of aninopyridinecarboxylic acids and 

related compounds as inhibitors of the pain enhancing 
effects of E- type prostaglandins. 

INVENTOR(S): Breault. Gloria Anne 

PATENT ASSIGNEE(S): Zeneca Limited, UK: Breault, Gloria Anne 

SOURCE: PCT Int. Appl., 93 pp. 

CODEN: PXXXD2 
DOCUMENT TYPE: Patent 
LANGUAGE: EngUsh 
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OTHER SOURCECS): MARPAT 126:171487 

AB DOACHR3NR2ER1 [A - (substituted) Ph. naphthyl, pyridyl, pyrazinyl, 

pyridaziEiyl, pyriffiidinyl, thienyl, thiazolyl, oxazolyl, thiadiazolyl, 
provided that the CB(R3)N(R2)BR1 and 00 groups are positioned in a 1,2 
relationship to ooa another on ring carbon atoes and the ring atoa 



Habte 
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positioned ortho to the OD linlcing group (and therefore in the 3-po3icion 
relative to the C5JR3WR2 linking group) is not substituted; B - 
(substituted) Pb, pyridyl, thiazolyl, oxazolyl, thienyl, thiadiazolyl, 
iaidazolyl, pyrazinyl, pyridazinyl, pyriaidinyl; Rl - C02H, carbojtyalkyl, 
tetrazolyl, tetrazolylallcyl, tetronic acid, hydroxaaic acid, sulfonic 
acid, aiainocarbonyl, azolyl, etc., and is positioned on ring B in a 1,3 or 
1,4 relationship with the CH(R3)N(R2) group; R2 - H, (substituted) alkyl, 
alJcenyl, (provided the double bond is not in the 1-position), alkynyl 
(provided the triple bond is not in the 1-pesition), phenylalkyl. 
pyridylalkyl; R3 - H. Me. Bt; 0 - H, (substituted) S-7 Beabeced 
carbocyclic ring contg. 1 double bond, alkyl substituted by a (substitute) 
5-7 meobered carbocryclic ring contg. 1 double bond, 

(CB2)i]£H(R4)C{R5):CR6R7f R4 - H, He, Ett R5 - H. He, Br, CI. P, Cr3f R6, 
R7 - H, alicyl, Br, CI, F, CF3f n - 0, It and N- and S-osidea thereof, vith 
specific exceptions], were prepd. Thus, Me 2-(N-{S-broiBo>2- (2- 
chloroallyloxy) benzyl] -N-ethylamino] -S-pyridylcarboxylate (prepn. given) 
was stirred with aq. NaOH in MeOH to give 2- tN-[5-bromo-2- (2- 
chloroallyloxy) benzyl) -N-ethylaainoJ -S-pyridylcarboxy lie acid. Tested 
title coapfia. inhibited PGE2-induced contraction of guinea pig ileim vith 
pA2 >S.3. 

IT 1B722»-T0-S» 18722»-'»l-6» 1VT229-72-7P 
1 8722S-73-B* 

RL: BAC (Biological activity or effector, except adverse)! BSD (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study) ; PREP (Preparation) ; USES (Uses) 

(preparation of aminopyridazinecarboxylic acids and related coi^xls. as 
inhibitors of the pain enhancing effects of E-type prostaglandins) 
RN 187229-70-5 CAPLUS 

CN 3-Pyridinecarboxaaide, 6-[ [{5-broao-2-[ (2-nethyl-2- 

propenyl) oxy) phenyl] eethyl] ethylamino] -N- (phenylsulf onyl) - (9CI ) (CA 
INDEX NAHE) 



Br 




O O 



RN 187229-71-6 CAPLUS 

CN 3 - Py ridi neca rboxamide , 6- [ ( [ 5-bromo- 2- [ ( 2-me t hyl- 2 - 

propenyl) oxy] phenyl] methyl)etbylanino]-N-(propyl3ulfonyl)- (9CI) (CA 
INDEX NAHE) 
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Br 




O O 



RN 187229-72-7 CAPLUS 

CN 3-Pyridinecarboxamide, 6- ( ( [5-brojao-2- [ (2-chloro-2- 

propenyl) oxy] phenyl] methyl) ethylaaino]-N- (phenylsulf onyl)- (9CI) (CA 
INDEX NAHE) 




O O 



RH 1S7229-73-8 CAPLUS 

CN 3-Pyridinecarboxaiaide, 6-{ ( (5-broB»-2- ( (2-chioro-2- 

propenyl) oxy] phenyl] methyl] ethylaaino] -N- ( p ropy Isulf onyl) - (9CI ) (CA 
INDEX NAME) 



Br 




O 0 
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Patent 
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PATENT NO. 



JP 08208632 
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S02NHR* 



CO2R 



AB The title coo^xls. II; Rl - H, 00R2; wherein R2 • (un) substituted lower 
alkyl, cycloalkyl. or cycloalkenyl, (un) substituted aryl-lower alkyl or 
aryl-lower alkenyl. Ph. or aromatic heterocyclyl, lower alkoxy or 

aralkyloxy; 

R3 - halo, lover alkyl or cycloalkyl, (un) substituted Ph, lower alkyl 
alkoxyi R4 - B, lower alkyl, acyl; R5, R6 - H, halo, lower alkyl], which 
show potent angiotensin Il-antagonizing, smooth muscle-relaxing, and 
antihypertensive activity, are prepared Thus, 533 ag 5-etbyl-2- 
trifluoroacetanido-l,3.4-thiadiazole and 1.00 g 4-broaK»ethyl-2' - (N-tert- 
butylsulfaaoylbiphe^yl-4-yl)biphenyl were added to DKF and stirred at rooo 
tei[?>erature for 4 h to give 606 lag I (Rl - CF3O0, R3 - Et, R5 - R6 - H, R4 ■ 
tert-butyl) . I (Rl - Q. R3 - Et. R4 - C02Et, R5 - R6 - H) and I (Rl - 
2-C1C6H400, R3 - Et, R4 - C0C6H4CO2Hc-2, RS - R6 - H) in vltro Showed IC50 
of 3.0 and 5-3 nM, resp. , for inhibiting angiotensin II and in vivo 
inhibited angiotensin I I -induced hypertension of rats by 53.4 and 62.3%, 
resp., at 0.1 ng/kg i.v. 
IT ia3000H»6-8P i83D00-42>2P 

RL: BAC (Biological activity or effector, except adverse)* BSU (Biological 
study, unclaasified) ( SPN (Synthetic preparation); THU (Therapeutic use); 
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BIOL (Biological study); PREP (Preparation); USES (Uses) 

(prepn. of [ (sulf aaoylbiphenylyl) nethyl] ininothiazolidine derivs. as 
antihypertensives, angiotensin II antagonists, and smooth muscle 
relaxants) 
183000-06-8 CAPLUS 

3-Pyridinecarboxaaide, N- [{<*-( {2-1 (cyclop ropy lea rbonyl) imino) -5-ethyl- 
1, 3,4-thiadiazol-3(2H)-yl]methyl] [1, 1* -biphenyl] -2-yl] sulf onyl] - (9CI) 
(CA INDEX NAME) 




183000-42-2 CAPLUS 

3-PyridinecarboxaBiide, 2-chloro-N<-[[4*-[ [2-[ (cyclopropylcarbonyl)iaino] -S- 
ethyl-1. 3, 4-thi3diazol-3(2H) -yl] methyl) [l,l*-biphenyl] -2-yl) sulf onyl] - 
(9CI) (CA INDEX NAHE) 
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AB The invention relates to coopds. I {A <- (un) substituted Ph. naphthyl, 

pyridyl. pyrazinyi. pyridazinyl, pycinidyl, thienyl, thiazolyl, oxazolyl, 
thiadiazolyl having £ 2 adjacent ring C atoms, or bicyclic ring 
systeo, provided that the shovn sidechains on A are in a 1. 2-relation9Kip, 
and the 3-position is unsubstituted; B, D - (un) substituted ring systeoj 
Rl " various groups; R2 - H. alk (en/yn)yl, phenylalWyl, 5- or 6-membered 
heteroarylalkyl; R3, R4 » H or allcyll and their N-oxides. S-oxides, 
pharaaceutically acceptable salts, and in vivo-hydrolyzable esters and 
aaides. Also claimed are processes for their preparation, intermediates, 

use 

as therapeutic agents, and pharaaceutical conpns. I are analgesics which 
are structurally different fron NSAIDS and c^iates, and which may also 
possess antiinflammatory, antipyretic, and antidiarrheal properties. For 
exanqple. condensation of 6-chloropyridazine-3-carboxamide with 
N-ethyl-N-(2-benzyloxy-5-bro<aobenzyl)amine-HCl in N-methylpyrrolidinone 
containing NaHC03 at 115* (651), and hydrolysis of the carboxaaide 
function with NaOH in iso-PcOH (97%), gave title coBfKxind II. I generally 
had pA2 > 5.3 for inhibition of roE2-induced contraction of guinea pig 
ileum in vitro, and ED50 of 0.01-100 mg/kg orally in the i. p. -induced 
writhing test. 
IT 177759-29- IP 177758-44-OP 177758-45- IP 
lT775e-46-2P 177758-47-3P 177758-48-4? 
177758-49-5? 177758-50-eP 177758-51-9P 
177758-52-0? 177758-53-lP 177758-56-4? 
1.77750-98-4? 

RL: BAC (Biological activity or effector, escept adverse); BSU (Biological 
study, unclassified) r SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study) t PREP (Preparation); USES (Uses) 
(preparation of aromatic amino ethers as analgesics) 
RN 177758-29-1 CAPLUS 

CN 3-PyridinecaciMsamide. 6-( [(5-broao-2-(phenylaethoxy)phenyl)methyl)ethylam 
ino] -N- (phenylsulf onyl) - (9CI) (CA INDEX NAME) 



L4 ANSWER 23 OF 71 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 




Ph-CH2-0 



RN 177758-44-0 CAPLUS 

CN 3-Pyridinecarboxamide, 6- ( ( [5-broroo-2- (phenylnethoxy) phenyl) nethylj ethylam 
ino) -N- (propylsulf onyl) - (9CI) (CA INDEX NAME) 




Ph-CH2-0 



RN 177758-45-1 CAPLUS 

CN 3-PyridinecarbosaBide. N-[{5-(acatylamino)-l,3.4-thiadiazol-2-yl]sulfonyl]- 
6- [[[5-broao-2- (phenylnethoxy) phenyl) methyl) ethylaaino]- (9CI) (CA INDEX 
NAME) 




Br 



RN 177758-46-2 CAPLUS 

CN 3-Pyridinecarboxamide. 6- [{ [5-brofflo-2-(phenylmethoxy)phenyl) methyl] ethylaa 
ino}-N-[{5-(2-pyridinyl)-2-thienyl]sulfonyl]- (9CI) (CA INDEX NAME) 




Ph-CH2-0 



RN 177758-47-3 CAPLUS 

Of 3-Pyridinecarbo«aaide, &-[[ (5-bromo- 2- (phenylraethoxy)phenyll methyl) ethylam 
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ino]-N-((3,5-dimethyl-4-isoxazolyl)sulfonyl)- (9CI) (CA INDBC NAME) 

PAGE 1-A 




PAGE 2-A 



RN 177758-48-4 CAPLUS 

CN 3-PyridinecartaoM amide, 6- (([S-bromo-2-(phenylmetfao>ty) phenyl] methyl] ethylaa 
lno)-H-[(2-faydcosyethyl)sulfonyl)- {9CI) (CA INDEX NAME) 




Ph-CH2-0 



RN 177758-49-5 CAPLUS 

CN 3-Pyridinecarboxaaide. 6-Lethyl[(5-(methylsulfonyl)-2- 

(phenylmechoxy) phenyl] methyl} amino) -N- [ (phenylmethyl) sulf onyl) - (9CI ) (CA 

Habte 
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INDEX NAME) 



O 




Ph- 012-0 



RN 177758-50-8 CAPLUS 

CN a-Pyridinecarboxaoid*, 6- [C{S-braao>2*(ph«iiyIiMthQxy) phenyl) nethyl]«thylaa 
iRO)-N-Cn,3,S-triMthyl-lB-pyrazol-4-yl)suUonyl)- C9CI) (CA INDEX HAKE) 



PAGE 1-A 

Me 
I 




•-EC 
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PAGE 2-A 

I 




RN 177758-51-9 CAPLUS 

CN 3-PyridinaearbosaBida, 6-[ [(5-bramo-2- (phenyljMthosy)phenyllmthyl] ethylaa 
inoI-N-t(5-chLoro-2>ttiianyl)9ulfonyl]- (9CI) (CA INDEX NAME) 




RN 177758-S2-0 CAPLUS 

CN 3-Pyridinecarbcnanida, 6- [ ( (5-broao-2- (phenyliaethoity) phenyl] sathyllathylam 
inoJ-N-[(4-fiuorophenyl)aulfonylJ- (9CI) (CA INDEX NAME) 




Ph-CH2-0 



RN 177758-53-1 CAPLUS 

CN 3-PyridinacarboxaBida, 6-[[[5-bromo-2- (phenylaethoxy)ph«nyl]neChyl]«thylan 
ino]-N*{(tatcahydco-l,l-dicnido-3-thienyl)sulfonyl)- (9CI) (CA INDEX 
NAME) 
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PAGE 1-A 
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I 
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0-CH2-Ph 



MeNB- 



Ph-CH2-0, 



177758-S6-4 CAPLUS 

3-PyEidin«carba>aaide, 6-(ethyl[(2-(phenyla«tbOKy)phcnyl)Qetlxyl)affliDo) -N- 
((2-hydrosyethyl)sulfonyll- (9CI) (CA INDS( NAME) 



I»-CH2-CH2-S-KH- 



Ph-CH2-0^ 

RN 177758-98-4 CAPLUS 

CN 3-Pyridinacarbosasdd*, 6- (C(S-braao-2-(p)>enylmtha>y) phenyl] Mtfayllethylaa 
ino] -N- [ (5- ( (Mthylafldno)earbQnyl) -1. 3. 4-thiadlazol-2-yl) sulf onyl] - (9CI) 
(CA INDEX NAME) 
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Substituted triazollnones, triazoUnathiones, and 
trlazoUninines as angiotensin II antagonists 
Ashton, Vallac« T.; Chang« Linda L.t MacCoss, Malcola: 
Chakravarcy, Prasun K.i Greenlee, Villiaa J.x 
Patehett, Arthur A.i Flanagan, Kelly 
Merck and Co.. Inc., USA 

U.S., 90 pp. Coot.-in-part of U.S. Ser. No. B99,B6B, 
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Patent 

EngUsh 
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KIND DATE 
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OTHER SOURCE(S): 



HARPAT 123:286034 



APPLICATION NO. 

US 1992-994228 
ZA 1992-4916 
US 1989-386328 
US 1990-504507 
US 1991*725720 
US 1991-B12891 
US 1992-B99868 



DATE 
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10-" 
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^S02NHOOR23 
-r2? 
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halogen, with the proviso that VI - CF3 when V7 - H; Y2 - e.g., H, M02, 
NR10R21; RIO - H. Cl-4-alkyl» R21 - H or R22» R22 - e.g.. Cl-6-alkyl, 
C3-7-cycloalkyli aryl] which are useful as angiotensin II antagonists. 
Thus, e.g., reaction of 4 -broaoaethy 1-2* - (t-buto]rycarbcnyl)bi phenyl with K 
phthalinide afforded B2% N-{[2'-(t-butosycarbonyl)biphenyl-4- 
yljBethylJphchaUBidei hydrazinolysis afforded 881 4-aBineaethyl-2' -(t- 
butoxycaEbonyl) biphenylf reaction with CS2/HeI afforded 841 He 
N-({2*-(t-butOKycarbonyl)biphenyl-4-yl]Bethyl]dithiocarbaBatei reaction of 
the latter with hydrazine afforded 79t 4-[ [2*-(t-buto«ycarbonyl)biphenyI-4- 
yl]Dethyl] -3-thiosemicarbazide} heterocyclization with tri-Me 
orthovalerate afforded 63% 4-1 (2*- (t-butoitycacbonyl)biphenyl-4-yl)jwthylJ - 
5-butyl-2, 4-dihydro-3H-l,2,4-triazole-3-thionet reooval of the t-Bu group 
with trifluoroacetic acid afforded the corresponding 2*-carbOKy deriv. 
<21%) . Representative coepds. of the invention act as angiotensin IZ 
receptor antagonists with activity of at least IC50 < 50 |iM. 
Pharmaceutical fornulations were given. 
tS9044-96-9P 

RL: BAC (Biological activity or effector, except adverse)} BSU (Biological 
study, unclassified)) SPN (Synthetic preparation); THU (Therapeutic use)j 
BIOL (Biological study) i PREP (Preparation)! USES (Uses) 

(substituted triazolinones, tciazolineChlones, and triazolininines as 

angiotensin II antagonists) 
159044-96-9 CAPLUS 

3-Fyridinecarboxamide. N- [ [ 4 ' - ( [ 3-butyl-l , S-dihydro-S-oxo-l- [ 2- 

( trif luoconethyl) phenyl] >4H-1, 2, 4 -tclazol-4-yl) methyl] [1, 1* -bi phenyl] -2- 

yl]9ulfonyl]-2-ehloro- (9CI) (OA INDEX NAME) 




AB There are disclosed new substituted triazolinone coopds. I [R2a - H, halo: 
R2b - H, halo, Cl-4-alkyli R3a - B, halo: R3b - H. halo, Cl-4-alkyl; E is 
a single bond; R6 - (un) substituted Cl-6-alkyli R23 - e.g., 
(un) substituted Ph. branched C3-7-alkyl, C3-7-cycloalkyl> VI - H, He, CF3. 
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Influence of S,S-diisopropyl-N-(l-i8ethyl-2- 

pyridoyl) sulfylliaine on trifluralin toxicity to 
soybeans (Glycine maxiaua L.) 

Shvartau, V. V.» Akinenko, L. I.; Merezhinsky, Yu. G.j 
Meletskyaya, O. S.: Shvartau, V. v.; Slusarenko, E. 
I.I Danchenko, E. A.i Shenaolovich, Yu. G. 
Inst. Fiziol. Rast. Genet., Kiev, Ukraine 
Oopovidi Akademii Nauk Ukraini (1994), (7), 124-6 
OODEN: DNUXEM 
Naukova Dumka 
Journal 
Russian 

To search for antidotes of dinitr ©aniline herbicides a new biol. active 
cocipound, S,S-dii3opropoyl-N- (l-nethyl-3-pyridoyl) sulfyliiaine (**A**), was 
synthesized. The evaluation of antidote activity of "A" indicated that 
the compound effectively protected soybean plants from trifluralin injury. 
The antidote action of "A" was in accord with "A" influence on herbicide 
degradation enhancing in soil. Antidote "A" was more effective than 
cartolin 

and dichlormid (R-257B8) . 
IT 162441-90-9P 

RL: AGR (Agricultural use)i SPN (Synthetic preparation)} BIOL (Biological 
study)} PREP (Preparation)} USES (Uses) 

(preparation and herbicide antidote activity of) 
RN 162441-90-9 CAPLUS 

CN Sulf ilimine, N- [ (l>oethylpyridiniun-3-yl) carbonyl] -S, 5-bis (1-nethylethyl) - 
, iodide (9CI) (CA INDEX HAKE) 
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The present invention provides a novel pyridine derivative having Che 
following general formula and its salt: I wherein R is a hydrogen atom, a 
bydroxyl group, an alkoxy group, an alkoxyalkoxy group, and derive.} Rl 
and R2 may be the saiae or different, and are a hydrogen atom, an alkoxy 
group, a halogen atoa. an alkylaaino group, a dialkylamino group; Z is a 
oethine group or a nitrogen atom; XI is an acylaaino group, a cycloalkyl 
group, a halogen- substituted alkoxy group, an alkenyloxy group, an 
aUcynyloxy group, aa alkoxycarbonyl group, an alkylamino group, a 
dialkylaalRo greiif>, a Pb group. Tbe pyridine derivative aixl its salt of the 
present invention achieve an excellent herbicidal effect on annual and 
perennial weeds growing in paddy fields and upland fields at a very small 
dosage. The pyridine derivative and its salt of the present invention are 
safe to rice, wheat, cotton and corn, and can be suitably applied as a 
herbicide to a field where these plants are cultivated. 
147078-O7-7P 

RL: AGR (Agricultural use)} BAC (Biological activity or effector, except 
adverse)} BSU (Biological study, unclassified)} SPN (Synthetic 
preparation)} BIOL (Biological study)} PREP (Preparation)} USES (Uses) 

Habte 
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(herbicidal (pyrnidinylthio) - and (triazinylthio) pyridine dsrivs.) 
147078-07-7 CAPLUS 

3-Pyridin«cnAc»amide. 4-(3-chloraphenyl) -2-( (4,6-diaethoxy-2- 
pyrinidinyl)thio]-N-(methylsulfonyl)- (9CI) (CA IKOEX NAME) 
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Characterization of the binding of (1251) L-735. 286: a 
new nonpeptide angiotensin II ATI receptor radioligand 
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[1251] L-735, 286, a new potent and ATI-selective nonpeptide angiotensin II 
receptor radioligand, bound saturably to vhole adrenal meiabranes. 
Scatchard and Hill plot anal, indicates a single class of high affinity 
()Gd - 0.5 nH) binding sites. The potencies of various angiotensin II 
agonists and antagonists in displacing specific {1251) L'73S, 286 binding 
are in good agreeoent with their potencies in displacing the binding of 
11251] Sari, IleS-AII to adrenal ATI receptors. The AT2 selective Ugand, 
PD121981 had no effect on specific (1251} L-735, 286 binding. In 
autoradiog. studies using rat kidney slices, specific labeling of 
[1251] L-735. 286 was abolished by coincubation with saralasin. 
Collectively, the data indicated that [1251] L-735. 286 represents a new, 
patent nonpeptide antagonist radioligand suitable for the study of 
angiotensin II ATI receptors. 
160632-4B-4, L 735286 

RL: ARC (Analytical reagent use) > BAC (Biological activity or effector, 
except adverse); BPR (Biological process)! BSU (Biological study, 
unclassified); ANST (Analytical study); BIOL (Biological study) i PHDC 
(Process); USES (Uses) 

(L-735. 286 as angiotensin ATI receptor radioligand) 
160632-48-4 CAPLUS 

3-PytidinecarboKaaide, N- [ (4 ' - t (2-ethyl-4, 6-diBethyl-lH-benzinidazol-l- 
yi) raethyl] (1,1' -biphenyl] -2-ylJ sulf onyl] - (9CI ) (CA INDEX NAME) 




L4 ANSWER 28 OF 71 
ACCESSIOI NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



CORPORATE SOURCE: 
SOURCE: 

DOCUMQIT TYPE: 

LANGUAGE: 

GI 



H-N 



CAPLUS COPYRIGHT 2005 ACS on STN 
1994:700817 CAPLUS 
121:300817 

Triazolinone Biphenylsulfonamide Derivatives as Orally 
Active Angiotensin II Antagonists with Potent ATI 
Receptor Affinity and Enhanced AT2 Affinity 
Ashton, Wallace T, ; Chang, Linda L..* Flanagan, Kelly 
L.f Hutchins, Steven H.i Naylor, Elizabeth M.; 
Chakravarty, Prasun K. ; Patchett. Arthur A.i Greenlee, 
Villian J.i Chen, Tsing-Baui Faust, Xristie A.; Chang, 
Raymond S. L.; Lotti, Victor J.; Zingaro, Gloria J.; 
Schorn, Terry W.; Siegl, Peter K. S.; Kivlighn, Salah 
D. 

Merck Research Laboratories, Rahway, NJ, 07065, USA 

Journal of Medicinal Chemistry (1994). 37(17), 2808-24 

CODEN: JMCMAR; ISSN: 0022-2623 

Journal 
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identification of trlazolinone-based sulfonamide derive, combining high 
ATI affinity, considerably enhanced AT2 potency, and favorable in vivo 
properties provides Insights relevant to the design of dual AT1/AT2 
receptor antagonists. 
159044-96-9P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(preparation and angiotensin II antagonist activity of) 
159044-96-9 CAPLUS 

3-Pycidinecarboxafflide, N- ( [4 * - ( ( 3-butyi-l , 5-dihydro-5-oxo- 1-12- 

(trif luoroaethyl) phenyl] -4H-1, 2, 4-triazol-4-ylJmethyl] ( 1, 1 * -biphenyl] -2- 

yl} sulf onyl] -2-chloro- (9CI) (CA INDEX NAME) 




Several series of 2.4-dihydro-2,4,5-tri3ub3tituted-3H-1.2, 4-triazol-3-ones 
with acidic sulfonamide replacements of tetrazole at the 2' -position of 
the biphenyl-4-ylBethyl side chain at N4 were prepared and tested as 
angiotensin II (All) antagonists. Preferred substituents on the 
triazolinone ring were Bu at C5 and 2- (trif luoroaethyl) phenyl at N2. 
Subnanomolar IC50 values at the ATI receptor subtype were observed for a 
variety of acylsulfonamides, including aroyl, heteroaroyl, and 
cycloalkylcarbonyl derivs. Certain other acidic sulfonamides, such as 
sulfonylcarbamates and disulfinddes also displayed high affinity for the 
ATI receptor. In addition, AT2 binding for some of these coopds. was 
increased by as ouch as 1000-fold over the corresponding tetrazole. e.g. 
AT2 IC50 17 nM for I (R • MeSOO) . When evaluated for inhibition of the 
All pressor response, the benchmark benzoylsulfonamide I (R > Ph) 
(L-159.913) was efficacious in several species aitd was superior to 
losartan in conscims rhesus monkeys. Several subsequent analogs, 
including the I (R - 2-C1C6H4 , 3-chlorothiophene-2-yl, 
(S)-2.2-dioethylcyclopropyl, Me3CO) derivs., were highly effective in 
rats, surpassing 1 (R - Ph) and losartan in duration of action and/or 
potency. Coc^xjund I (R - 2-C1C6H4) (L-162,223) displayed very prolonged All 
antagonisn in the rat model (>24 h at 1 mg/kg i.v.). At 1 mg/kg po in 
rats, I (R - 2-C1C6H4) and I (R - He300) (L-162,234) produced 85-87% peak 
inhibition of the All pressor response with duration exceeding 6 h. The 
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1994:60S212 CAPLUS 
121:20S212 

Preparation of nicotlnaaidea as pesticides 

Tolci« Tadaakl; Koyanagi, Toru; Merita, Mssayukii 

Yoneda, Tetsuo; KagiEWto, Chiharu; Okada, Riroshi 

Ishihara Sangyo Kaisha, Ltd.. Japan 

Eur. Pac. Appl.. 39 pp. 

OODEN: EPXXCW 

Patent 

EngUsh 

1 



PATENT MO. 


KINO 


DATS 


APPLICATION NO. 




DATE 


EP 


Sa0374 


Al 


19940126 


EP 


1993-305622 




19930716 


EP 


580371 


Bl 


19960103 












R: AT, BE. CH, 


DE, OX, 


, ES, FR, GB, 


, GR, IE, IT, LI. 


LU, MC, NL, PT, 


JP 


06321903 


A2 


19941122 


JP 


1993-214766 




19930630 


JP 


2994192 


B2 


19991227 










CA 


2100011 


AA 


19940124 


CA 


1993-2100011 




19930707 


CA 


2100011 


C 


19980203 










ZA 


930&042 


A 


19940405 


ZA 


1993-5042 




19930713 


IL 


106340 


Al 


19990312 


IL 


1993-106340 




19930714 


SK 


28I4B1 


B6 


20010409 


SE 


1993-750 




19930715 


AT 


132499 


E 


19960115 


AT 


1993-30S622 




19930716 


ES 


20aS118 


T3 


19960516 


ES 


1993-305622 




19930716 


AU 


9342106 


Al 


19940203 


AU 


1993-42106 




19930721 


AU 


6&70S6 


B2 


19950223 










BR 


9302960 


A 


19940216 


BR 


1993-2960 




19930722 


RU 


2083562 


CI 


19970710 


RU 


1993-50289 




19930722 


PL 


173611 


Bl 


19980430 


PL 


1993-299769 




19930722 


CN 


1081670 


A 


19940209 


CN 


1993-109092 




19930723 


CN 


1044233 


B 


19990721 










V5 


5360806 


A 


19941101 


US 


1993-95192 




19930723 


HU 


■^34 


A2 


19950628 


HU 


1993-2144 




19930723 


HU 


214279 


B 


19980302 










C2 


286147 


B6 


20000112 


CZ 


1993-1502 




19930723 


MTY APPLN. INFO.: 






JP 


1992-238804 


A 


19920723 










JP 


1993-57668 


A 


19930205 










JP 


1993-96428 


A 


19930317 



OTHER SOURCE(S) : 
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alkysulfonyl, etc.i NR1R2 - heterocyclyli X - O or Si a - 0 or 1 ] were 
prepd. Thus. 4-trif luoroBethylpvridioe-3-carbosyUc acid was aoidated by 
B2NCB2CH to give title coapd. II vhich gave eo^leto control of Myzus 
persicae larvae on eggplant leaf dipped in an SOOppo soln. 
15B063-S7-ir 1580«3«60>6» 

RL: AGR (Agricultural use)> BAC (Biological activity or effector, except 
adverse)! BSU (Biological study, unclassified)! S?N (Synthetic 
preparation)! BIOL (Biological study); PREP (Preparation)! USES (Uses) 
(preparation of, as pesticide) 

158063-57-1 CAPLUS 

3-PyridinecarboxaBide, N-(methylsulfonyl)-4-(trifluoroaethyl)- (9CI) (CA 
INDEX NAME) 



CF3 I" 



II 

NH-S-Me 



158063-60-6 CAPLUS 
3-Pyridi necarboxamide, 
(9CI) (CA INDEX NAME) 



N- [ (diBethylamino) sulf onyl] -4- (trif luoroDethyl) - 



C-KH-S-NMe2 
II II 



AB Title coopds. (It R - halooethyl.- R1.R2 - B, (cyclo) alkyl, alkenyl. 
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US 5250548 
CA 2050723 
AU 9183744 
AU 647174 
JP 04261156 
JP 07053551 
PRIORITY APPLN. INFO.: 

OTHER SOURCE (S) : 



1994:557652 CAPLUS 
121:157652 

{ ( (Tetrazolylbiphenylyl) sethyl] amino) pyridinecarboxy la 

tes 89 Angiotensin II Receptor Antagonists 

Vinn, Martin; De, Bisvanathr Zydavsky, Thomas H.> 

Keckman. Daniel J.; Debernardis. John F.; Rosonberg, 

Saul H.I Shiosaki, Xazuai; Basha. Fatioa Z.t Tasker, 

Andrew S. i et al. 

Abbott laboratories, USA 

U.S., 98 pp. Cont.-in-part of U.S. Ser. No. 744,241. 
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Patent 

EngUsh 
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19931005 
19920311 
19920312 
19940317 
19920917 
19950228 



HARPAT 121:157652 



APPLICATION NO. 

US 1992-844351 
CA 1991-2050723 
AU 1991-83744 

J? 1991-258343 
JP 1993-187412 
US 1990-580400 
US 1991-744241 



19920302 
19910905 
19910909 

19910910 
19930630 
B2 19900910 
A2 19910815 




Ph-S-NH-C 



IT 157362-03-3P 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(preparation of, as intermediate for 
[ ( (tetrazolylbiphenylyl) methyl) amino] py 

rtmidinecarboxylate) 
RN 157362-03-3 CAPLUS 

3-Pyridinecarboxaaide, N- (phenylsulf onyl) -2- {propyl ( (2 ' - [ 1- 
( triphenylmethyl) -lH-tetrazol-5-yl) (1. 1* -biphenyl] -4-yl] owthyl] amino] - 
(9CX) (CA INDEX NAME) 



CN 



The title conpds.. [[ (tetrazolylbiphenylyl) aetbyll amino) pyridinecarboxylat 
es I (R3 - H, alkyl, halo; R5 - alkyl) were disclosed. Pbamacol. test 
data for I as angiotensin receptor antagonists were reported. 
151323-15-aP 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(preparation of, as angiotensin antagonist) 
151323-15-8 CAPLUS 

3-Pyridinecarboxaaida, N- (phenylsulf onyl) -2- (propyl { [2* - (IH-tetrazol-S- 
yl) [1,1 '-biphenyl) -4-yl] enthyl) amino)- (9CX) (CA INDEX NAME) 
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JP 06041116 

JP 321784IB 
PRIORITY APPLN. INFO. : 
OTHER SOURCE (S): 
GI 



19d4:457S25 CAPUIS 
121:5752s 

Preparadon of pyriudia* derivatives as herbicides 
Hyazaki. Hasahirof Hauuzawa, Hasafuaii To^abt, Reijii 
Hi rata, Hicha 

Kuaiai Cheaical Industry Co. Japant Ihara Cheaical Ind 
Co 

Jpn. Kokai Tokkyo KoKo, 79 pp. 

OODEN: JIQQUF 

Patent 

Japanese 



KIND 
A2 



19940215 
20011015 



KARPAT 121:57525 



APPLICATION HO. 

JP 1992-97313 
JP 1992-97313 



DATE 

19920325 

19920325 
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14707S-07-7 CAPLUS 

3-Pyridinecarboxaaide, 4- (3-chlorophenyl) -2- [ (4, 6-diBethoxy-2- 
pyrinidinyl) thiol -N-(Bethyl9ulfonyl)- (9CI) (CA INDEX NAME) 




II 

"^ C NH-S-Me 




AB The title conpds. [It R - OH. alkoxy, benzyloxy. etc.; Rl, R2 - alkoxy, 

alkyl, halo, etc. ; X - alkyl. alkoxy, (un) substituted Ph, etc.i W - O, S, 
etc.; ; Z - laethine, N i n - 0 - 3 ] are prepared A aixture of 
hydroxynicotinic acid ester II, K2O03, and chloropyriaidine III in OKF was 
heated at 100* for 4 h to give pyrimidine IV. IV at 10 g/are gave 
70 - 901 control of Echinochloa oryzicola. 

IT 14707B-07-7P 

RL: AGR (Aq cicultucal use); BAC (Biological activity or effector, except 
adverse); BSU (Biological study, unclassified); SPN (Synthetic 
preparation); BIOL (Biological study)* PREP (Preparation); USES (Uses) 
(preparation of, as herbicide) 
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1994:435344 CAPLUS 
121:35344 

Preparation of aulfonanidopyridine-2-carboiiylic acid 
esters and N-oxides thereof as flbrosuppressants. 
Veidoann. Klaus; Bickel. Hartin; Gunzler-Pukall, 
Volkmac; Baringhaus, Karl Heins 
Hoechst A. -G., Germany 
Eur. Pat. Appl., 91 pp. 
CODEN: BPXXDtf 
Patent 



PATENT NO. 
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DATE 


APPLICATION NO. 
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R: AT. BE, CH, 


OE, DK, 


, ES, FR, 


GB, GR, IE, IT, LI, 


LU, MC, NL, PT, 


DE 
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Al 


19940407 


OE 
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19921002 


US 


5428046 
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19950627 


US 


1993-124683 


19930922 
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19960615 


AT 
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ES 
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CH 


1089603 
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CN 
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Al 
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19930929 


FI 


9304 303 
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19940403 


FI 


1993-4303 


19930930 


FI 


103881 


Bl 


19991015 








CZ 


28 3869 


B6 


19980617 


CZ 


1993-2044 


19930930 


OA 


2107514 


AA 


19940403 


CA 


1993-2107514 


19931001 


NO 


9303521 
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19940405 


NO 


1993-3521 


19931001 


NO 


180085 
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19961104 
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180085 
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19970212 








AU 


9348726 


Al 


19940414 


AU 


1993-48726 


19931001 


AU 


66244 8 


B2 


19950831 








ZA 


9307298 
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19940425 


ZA 


1993-7298 


19931001 


HU 


67292 


A2 


19950328 


HU 


1993-2778 


19931001 


RU 


2117660 


CI 


19980820 


RU 


1993-56156 


19931001 


PL 


176772 


Bl 


19990730 


PL 


1993-300561 
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JP 


06211795 
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19940B02 


JP 


1993-247717 


19931004 
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(cyclo)alkenediyl, alkynediyl, aXkenyndiyl; U - bond, H, CO, 002. O, SO, 
S02, CONH. etc. I 0 - bond, H, (substituted) alkanediyl, alkenediyl. 
alkynediyl, alkenyndiyl; W - bond, H, (substituted) cycloaliphatyl. aryl. 
heteroaryl; n - 0. 1; r ■ 1-4; vith provisos], were prepd. Thus, a soln. 
of 4-raothoxybenzene3ulfonamid© in THF at 0" vas treated with KOCXeS 
and then with a soln. of 2-methoJtycarbonylpyridine-5-carbonyl chloride; 
the oixt. vas stirred 3 h while warming to room temp, to give He 
5- ( [ (4-nethoMyphenyl8uIfonyl) amino] carbonyl] pyridine- 2-carboxylate. This 
vas sapond. with NaOH in HeOH/H20 followed fay esterification with 
2-propanoi/conc. H2S04 to give title conpd. II. In the CC14-induced live 
fibrosis test in rats, I were active at 1-100 ng/kg orally or i.p. 
155881-?S-eP 

RL: SPN (Synthetic preparation) t PREP (Preparation) 

(preparation of) 
155881-76-8 CAPLUS 

2-Pyridinecarboxylic acid, 5- [ ( ( [4- [ (phenoxyacetyl)anino]phenyllsulfonyll 
ml no] carbonyl]-, methyl ester (9CI) (CA INDEX NAME) 



PhO-CH2-C-NH 



IT 13BB34-65-8P 13B834-71-6P 13S834-7S-0P 
152457-91-SP 1S245B-O1-0P I52458-04-3P 
15S881-74-6P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(preparation of, as intemediate for drug for treatment of fibrotic 

disease) 

RN 13BB34-65-8 CAPLUS 

CN 2-Pyridinccarboiiylic acid. 5- [[ (phenylsulfonyl) aai no] carbonyl]-, netbyl 
ester (9CI) (CA INDEX NAME) 



138834-71-6 CAPLUS 

2-Pyridlnecarfac»ylic acid, S-[ f ( (4-Dethavyphenyl) sulfonyl] aaioo) cartwoyll 
, aethyl ester (901) (CA INDEX NAME) 



AB Title conpds. (I* A - R3. B - XNR5Re, or B - R3, A - XNR5R6; X - bond, CO; 
R1-R3 - B, alkyl. alkosy, halo, cyano, OH, amino; R4 - (substituted) 
acylosyalkyl, alkyl, alkenyl, alkynyl, alkenynyl, aryl, aralkyl, 
heteroaryl* R5 > B, alkyl« protecting group, physiol. acceptable cation; 
R6 - Y(CU)rOB; T - S02, CO; C - bond, (substituted) (cyclo) alkanediyl, 
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138834-75-0 CAPLUS 

2-Pyridinecarboxylic acid, 5-(( (phenyl9uifonyl}amlno}carbonyl]- {9CI) {CA 
INOBC NAKE) 



II 



RN 152457-91-5 CAPLUS 

CN 2-Pyridinecarbfwylic add, 5-((((4-iaethoxypheayl)sulfonyll amino] carbonyl]- 
(9CI) (CA INDEX NAKE) 



°-v^ o o 



1S2459-01-O CAPLUS 

2-PyridiDecarbaxylic acid, 5-{ [ [ {4- [ [ (2-phenylethyl) a 
sulf onyl] aoino] carbonyl] - {9CI) (CA INDEX NAKE) 



ino] carbonyl] phenyl] 



Ph-CH2- CH2- WH- C 



RN 152458-04-3 CAPLUS 

CN 2 -Pyridine car boxy lie acid. S-It( t«-C2-t (2-chloro-5- 

methoxybenzoyl) amino] ethyl] phenyl] sulf onyl] afflinolcacbonyl]- (9CI) (CA 
INDEX NAME) 
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O 

^C02H 



RN 155SSl-74>6 CAPLUS 

CN 2-Pyridlnecarboxylic acid, 5-{ [((4-( [ (3-etho)iypropyl)aaino]carbonyl]phenyl 
]sulfonyl]aaino] carbonyl]- (9CI) (CA INDEX NAME) 



EtO- (CH2)3-NH-( 




152451-92-6P 1524S7-96-0P 1S2457-97-IP 
15245t-00-9P lS24Sa-02-lP 1524S8-0C-SP 
155881-39-3P 1S5881-40HSP 155Ml>41-7» 
155881-42-eP lS5e81-43-9P 155881-44-0? 
155881-45-lP 1558S1-46-2P 15S881-47-3P 
155881-48-47 155881-49-5P 155881-50-89 
155881-S1-9P 155881-52-09 155881-53-19 
1S5881-54-2P 1S5S81-5S-39 155881-5S-49 
155881-57-59 155B81-58-<9 1SS881-S9-79 
155881-60-09 155881-61-19 155881-62-29 
155881-63-39 155881-64-49 155881-65-59 
lS5aai-««-«9 155881-67-79 155881-68-89 
155881-69-97 155881-70-29 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(preparation of, for treatment of fibrotic disease) 
152457-92-6 CAPLUS 

2-Pyridinecarboirylic acid, 5-{ [ ( (4-f luorophenyl) sulf onyl] andno] carbonyl] - 
methyl ester (9CI) (CA INDEX NAME) 



11 

C-OHe 



152457-96-0 CAPLUS 

2-PyridinecarboxyIic acid, 5- ( ( ( (4-butoxyphenyl) sulf onyl] amino] carbonyl] - 
methyl ester (9CI) (CA INDEX NAKE) 
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RN 152457-97-1 CAPLUS 

CN 2-Pyridinecacboxylic acid, S-{[[ (4- (trif luoronethoxy) phenyl] sulfonyl]anino 
Icarbonyl]-, methyl ester (9CI) (CA INDEX NAME) 



RN 152458-00-9 CAPLUS 

CN 2-Pyridlnecarbo«yUc acid, 5-[[ [[4-C( (2-phenylethyl) anino] carbonyl] phenyl) 
sulfonyl] amino] carbonyl]-, methyl ester (9CI) (CA INDEX NAME) 



Ph-CH2-CH2-NH-C. 



II 

C-OHe 



RN 152458-02-1 CAPUJ5 

CN 2-PyridinecarbOKylic acid, 5-{ ( [ {4-(2- [ (2-chloro-5- 

methoxybenzoyl) amino] ethyl} phenyl] sulf onyl] amino) carbonyl] - , methyl ester 
(9CI) (CA INDEX NAHE) 



C-NH-CH2-CH2 



-a 



RN 152458-06-5 CAPLUS 

CN 2-Pyridiaecarbosylic add. 5-( [ [ [4-( (l-oso-4-phenylbutyl)aBiao]phenyl]sulf 
onyl] amino] carbonyl)-, methyl ester (9CI) (CA INDEX NAKE) 
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Ph- (CH2)3-C-NH 



II 

C-OMe 



RN 15SB81-39-3 CAPLUS 

CN 2-Pyridineearboxylic add, 5- [ [ { (4-methoxyphenyl) sulf onyl] amino] carbonyl) - 
, 1-methylethyl ester (9CI) (CA INDEX NAME) 



RN 155881-40-6 CAPLUS 

CN 2-Pyridinecarboiiylic add, 5-[((phenylsul£onyl) amino] carbonyl] - 
l-ethylpropyl ester (9CI) (CA INDEX NAHE) 



C-NI^S-Ph 
II II 

o o 

RN 155881-41-7 CAPLUS 

CN 2-Pyridinecarboifyllc add, S-[[ (butylsulf onyl) ami no] carbonyl] -« methyl 
ester (9CI) (CA INDEX NAHE) 



M 



C-NH-S— Bu-n 
II II 



RN 155881-42-8 CAPLUS 

CN 2-Pycidinecarbo«ylic acid, 5-[[(C4-([(3-phenylpropyl)aaino]carbonyl]phenyl 
]sulCoayl]amioo)cacboayl)-. methyl ester (9CI) (CA INDEX NAME) 
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Ph-(CT2)3-NH- 



11 

C-OHe 



RN 155881-43-9 CAPLUS 

at 2-PyridiftecarboicyUc acid. 5-[((t4-([ (4-phenylfautyl)3Biino}carbanyl]phenyl] 
3ulfonyllaaino}carboiiyl)-. nsthyl ester (9CI) (CA INDEX NAME) 



Ph- (CH2)4-NH- 



II 

C-OM« 



RN 1S5881-44-0 CAPLUS 

CN 2«PyridioecarbosyUc acid, 5-[ [ [ [4-{ [ (2- (4-Bethoicypheiiyl)ethyl]aaino)carbo 
nyl] phenyl] auIfonyl]aoiBO]carbonyl]-. mathyl estar (9CI) (CA INDEX NAME) 



RN 1SS681-4S'1 CAPLUS 

CN 2-PyridinacarboicyUc acid. 5-l(((4<[ [(2-(3,4-dinathosyphenyl)ethyl]anino]c 
arbonyllphanyllsulfonyljBainolcarbonyl]-, nethyl ester (9CI) (CA INDEX 
NAME) 



II 

k5^^;i— CB2-CH2-NH-C— ^ 
RN 155881-46-2 CAPLUS 

CN 2-PyridinecarboiiyUc acid, 5-[([[4-[[l2-(2-nethoxyphenyl)eC;liyl]anino]cacbo 



L4 ANSVER 32 07 71 CAPUIS OOPYRIGat 2005 ACS oo STN (Continued) 

nyll phenyl] sulfonyljaainolcarbonyll-, mathyl ester (9CI) (CA INDEX NAME) 



•XY 

H-C— 



RN 155981-47-3 CAPUIS 

CM 2-Pyridinccarboxylic acid, S- [[{ [4- [[ (3-ethoxypropyl) amino] carbonyl] phenyl 
Isulfonyllaoinolcarbonyll-. oethyl ester (9CI) (CA INDEX NAME) 



EtO- (CH2)3-NII- 



II 

C-OHa 



RN 155881-48-4 CAPLUS 

CN 2-Pyridinecarboxylic acid, S- [ [ ( [4- (2- [ (1-oxopentyl) aoino] ethyl]phenyl]9ul 
fonyl]aaino]carbonyll-, nechyl ester (9CI) (CA INDEX NAME) 



n-Bu- C-NH-CH2-CH2 



RN 1SSB81-49-5 CAPLUS 

CN 2-Pyridioecarbosylic acid, S-f [ I H-(2-[ (l-ox(^tyl)aalno]ethyl]phenyl]sulf 
onyl] amino] carbonyl)-, nathyl ester (9CI) (CA INDEX HAKE) 



II 

n-Pr-C- 
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RN 1S58S1-50-S CAPLUS 

CN 2-PycidinecarboxyUc acid. 5-[(((4-[2-(benzoyLamino)ethyl]phenyllsulfonyl] 
amino] carbonyl]-, mathyl estar (9CI) (CA INDEX NAME) 



Ph-C-NH-CH2-CH2 



II 

C-CMe 



RN 155881-51-9 CAPLUS 

CN 2-Pyridinecarboiiylic acid. 5-{ [[ [4- [2- { (4-chlorobenzoyl) amino] ethyl] phenyl 
IsuUonyl] amino) carbonyl]-. nethyl ester, monosodium salt (9CI) (CA INDEX 
HAKE) 



^l{^^Lc-NH-CH2-CH2--J^^jr" \ 



S-NH-C— 



RN 155881-52-0 CAPLUS 

CN 2-PyridinecarboxyUc acid. 5- [ [ [ (4-(2-{ (5-chloro-^- 
methOlcybenzoyl)amino)ethyl)phe^yl] suifonyl] amino]carbonyl] -» methyl ester- 
(9CI) (CA INDEX NAME) 



CI 

— C-NH-C 



RN 155881-53-1 CAPLUS 

CN 2-Pyridinecarboxylic acid, 5- ( ( ( (4-(2- ni-<»o-3- 

phenylpropyl) amino] ethyl)phenyl)sulfonyl] amino] carbonyl]-. methyl ester, 
monosodium salt (9CI) (CA INDEX NAME) 



<12/14/2005> 
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Ph-CH2-CH2-C-NH-CH2-CH2 



n 

C-OHe 



155B81-54-2 CAPLUS 

2-PyridinecarboiiyIic acid, 5-[{[(4-{2-( (phe noxy acetyl) ami no] ethyl] phenyl) s 
ulfonyi] amino] carbonyl]-, methyl ester (9CI) (CA INDEX NAME) 



PhO- CH2- C- NH- CH2- CH2 



II 

C-OMe 



155881-55-3 CAPLUS 

2-PyridinecacboxyUc acid, S-( [( [4-[2-( (cyclohexylacetyl) amino] ethyl] pheny 
l]sulfonyl] amino] carbonyl]-, methyl ester (9CI) (CA INDEX NAME) 



a 



H 

CH2-C- 



NH-CH2-CH2 



-O-r 



II il 

- NH-- 



f-a" 



155891-56-4 CAPLUS 

2-PyridinecarboxyUc acid, 5-(( ((4-(2-[ (2-methyl-l- 

oxopropyDanino] ethyl)phenyl)9ulfonyl] amino] carbonyl]-. methyl ester (9CI) 
(CA INDEX NAME) 



i-Pr-C-NH-CH2-CH2 



II 

C-OHe 



Habte 
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(Continued) 



155881-57-5 CAPLUS 

2-PyridinecarbcMtylic acid. S-[([{4-C(acecylaBino)eethyl)phenyl)sulfonyllw 
ioolcarbonyl)'. aethyl ester (9CI) (CA INDEX NAME) 



B2 Pt C 



155881-58-6 CAPUIS 

2-PyridinecarboityUc acid, S-( ( [{4-{2-[ (3-methyl-l- 

axobutyl)amino]ethyl)phenyl]sulfonyl]aaino]carbonyl)-, eetbyl ester (9CI) 
(CA INDEX NAME) 



i-Bu- C-NH-CH2-CH2 




m 1558B1-59-7 CAPLUS 

CN 2-Pyridinecarboiiylic acid. 5-( [ ([4-[2-( H-netliyl-l- 

oxopentyi) amino] ethyl)phenyl|9ulfonyl]aniiio}cart}onyX]-. nethyl eater (9CI) 
(CA INDEX HAKE) 



He2CH-CH2-CH2-C- NH-CB2-CH2 



II 

C-OHe 



m 155881-60-0 CAPLUS 

CH 2-PyridinecarboxyUc acid. 5-[[[[4*[[(3-aethyl-l- 

oxobutyl) amino] methyl] phenyl] sulf onyl] amino] carbonyl] - . 
(CA INDEX NAHEI 



lethyl ester (9CI) 
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(Continued) 



II 

C-OMe 



155881-61-1 CAPLUS 

2-Pyridinecarboicylic acid. 5-[ ( l[4-[( (4-aethyl-l- 
oxopcntyl) amino] methyl] phenyl] sulf onyl] amino) carbonyl] - 
(9CI) (CA INDEX NAME) 



methyl ester 



Me2CH-CH2-CH2- C-NH- CH2 




155881-62-2 CAPLUS 

2-PyridinecarboMyUc acid. 5-( [ [ [4-( [ (2-phcny lethyl) amino] carbonyl] phenyl) 
sulfonyl] amino] carbonyl]-. l-ethylpropyl ester <9CI) (CA INDEX NAHE) 




C-0-CHEt2 



155881-63-3 CAPLUS 

2-Pyridinecarboxylic acid. 5-{{ ( (3- ([ (2-phenyletbyl) amino] cartmnyl] phenyl] 
sulfonyl) amino] carbonyl]-. 1-ethylpropyl ester (9CI) (CA INDEX HAKE) 



Ph-CH2-CH2-NH-C. 
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RN 155831-64-4 CAPLUS 

CN 2-?Yrictinecarboxylic acid, S-[( [[4-{ [ (3-etfaosypropyl) amino] carbonyl] phenyl 
] sulfonyl] amino] carbonyl)-, 1-methylethyl ester, nonosodium salt (9CI) 
(CA INDEX NAHE) 
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O 



RN 155SB1-68-8 CAPLUS 

CN 2-PyridinecarboxyUc acid, 5- [ [( (4-[2-( (2-chloro-S- 

nethowybenzoyl) amino] ethyl] phenyl] sulf onyl) amino] carbonyl] l-ettiylpropyl 
ester (9CI) (CA INDEX NAME) 



• Na 

155881-65-5 CAPLUS 

2-Pyridinecarboxylic acid, 5-[ [{{2-chloro-4-[ [ (2- 

phenylethyl) amino] carbonyl] phenyl] sulfonyl] amino] carbonyl) methyl ester, 
monosodium salt (9CI) (CA INDEX NAHE) 



Ph-CH2-C82-NH- 




155881-66-6 CAPLUS 

2-PyridinecarboxyUc acid. 5-( [ ( (2-chloro-4-( { (3- 

ethoxypropyl) ami no) carbonyl] phenyl) sulf onyl] amino) carbonyl)-. methyl ester 
(9CI) (CA INDEX NAME) 



EtO- (CH2) 3-Na-C, 



II 



155881-67-7 CAPLUS 

2-PyridinecarboxyUc acid, 5-{ ( ( (4- [2- (acetylaaioo) ethyl]phcnyl)sulfonyl}a 
miao] carbonyl)-. ethyl ester (9cn (CA INDEX NAME) 



<12/14/2005> 




11 " 

'J— C-NH-CH2-CH2 




RN 155881-69-9 CAPLUS 

CN 2-PyridinecarboxyUc acid. 5-({([4-{2-({ (3. 4-dim«thoxyphenyl) acetyl] amino] 
ethyl) phenyl] sulfonyl) amino] carbonyl)-, methyl ester (9CI) (CA INDEX 
NAHE) 



OMe 



O 

II 

CH2- C- NH-CH2- CH2 



155881-70-2 CAPLUS 

2-Pyridinecarbo»yIlc acid, 5- [ [ ( (4-( [ [2- (4-methoxyphenyl) ethyl] amino]carbo 
nyl] phenyl] sulfonyl] amino] carbonyl]-, methyl ester, compd. with 
2-aoino-2-(hydrosymathyl)-1.3-propancdiol (1:1) (9CI) (CA INDEX NAME) 



CM 



1 



CRN 155881-44-0 
OfP C24 H23 N3 07 S 



Habte 
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"-fir 



O O 
11 II 



■'XT' 



am 77-86-1 

CMF C4 Hll N 03 



NH2 

BO— CH2- C— CH2- OH 
CH2— OH 
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O 

II 

Ph-CH2-CK2-NH-C, 



RN 153685-24-6 CAPLUS 

CN 3-Pyridinecarboxanide. N-( [4-t2-[ (2-chloro-5-Mthoiiyfoenzo/l) amino]ethyl]ph 
eiiyl]sul£onylI-6-(ehloroaethyl)-, nonosodiua aalc (9CI) (CA INDEX NAME) 




lS3«84-»0-IP 153«a4-»»-2» 153685>03-1P 
153685H)4-2P L53685-OS-3P lS36a5-06-4P 
lS36a5-07-SP lS36«5-Oa-6P lS3Sa5-0»-7p 
lS36a5-10-0P 153685-1 1-iP lS3S85-12-2r 
IS3«a5-13-3P 153685-14-49 1S3685>15-SP 
lS3685-16-eP I53685-1T-7P lS3685-18-ep 
1S388S-19-9P 153685-20-2P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(preparation of, as fibrosuppresaive agent) 
1536B4-98-1 CAPLUS 

3-Pyridinecarbosaaide, 6-1 (phenyLDethoxy)Bethyl] -N- (phenylsuifonyl) - 
(CA INDEX NAME) 



1S3684-99-2 CAPLUS 

3-Pyridioecacbrwami d« , 6- (hydrosyBetliyl) -N- ( (4-ph«n(»yp.*teiiyl) sulfooyl) - 
(9CI) (CA INDEX NAME) 



Title cod^s. [I; 1 of A. B - R3 and Che other • XNR6R7j R1-R3 - B, alkyX, 
alkoxy, halo, etc.* R4 - a group physiol. convertable to a carboxylate 
function* R4 ^ ester or aiaide; R6 «• H, allcyl, protective group, 
etc.; R7 - YR8; R8 - H, cycloal)c(en)yl, (hetero) aryl. etc.* X - bond, C0» 
Y - S02, CO, etc.» n - 0 or 1] were prepared as f ibrosuppressivea (no data). 
Thus, Me 5-ai3inopyridine-2~carboxylate was aoidated by 4-FC6H4S02C1 and 
the product treated vith LAH to give title compd, II. 
1536B5-23-SP 15368S-24-6P 

RL: RCT (Reactant)i SPN (Synthetic preparation) r PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and reaction of, in preparation of f ibrosuppreasive agent) 
153685-23-5 CAPLUS 

3-PyridiRecarboiiamide, 6- (hydroxymethyl)-N-{{4-[ [ (2- 

phenylethyl) amino] carbonyl] phenyl) aulfonyll- (9CI) (CA INDEX NAME) 
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PhO^ 



RN 153685-03-1 CAPLUS 

CN 3-Pyridinecarboiiafflide, 6-(ethoicyBethyl)-H-(phenylaulfonyl) - (9CI) (CA 
INDEX NAME) 



RN 1S3685-04-2 CAPLUS 

CN 3-Pyridinecarboxafflide. N-f (4-butoxyphenyl) aulfonyl) -6- (nethovynethyl) - 
(9CI) (CA INDQt NAME) 



"-S^x^^ O 0 



RN 153685-05-3 CAPLUS 

CN 3-PyridinecarbosaBide. N- ( (4-butosyphenyl) aulfonyl) -6- (hydrosyaathyl) - 
(9CI> (CA INDSC NAME) 



RN 153685-06-4 CAPLUS 

CH 3-Pyridinecarbaxamide, 6-(hydro3iyBethyl)-N-((4-( ( (2- 

pbenyIothyl)aaiao}c«rbonyl)pheayl|sulCaiiyl)-. nonoaanoniua salt (9CI) (CA 
INDEX NMIE) 



<12/14/2005> 



Habte 
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Ph-CH2-ai2-NH- 



• KH3 

W 153685-07-5 CAPLUS 

CN 3-PyrifUnecarbaxaiBida, N-( (4-(2-{ (2-chloro-S-mthovybenzoyl)aaino)athvl]ph 
enyDsulfonyll-S-fhydroxyBtthyl)-. monosodiun aalt (9CI) (CA INDEX HAKE) 



C'-NH-CH2-CB2- 



RN 153685-08-6 CAPLUS 

CN 3-Pycidinecarboxamide, N-[ [4-{ (butylaiiiino)carbonyl}phenyl}9ulfonyl)-6- 
( (phenylBethoxy)aethyl]- (9CI) (CA INDEX NAME) 



CH2-0-CH2- Ph 



M 153685-09-7 CAPLUS 

CM 3-Pyridinacartx»ianida, N-[ [4-[2-[ (2-Bethyl-l-Qxopropyl)aaino]athyl]ph«nyl] 
sulfonyl)-6-((ph«nylBathOKy)n«thyl]- (9CI) (CA INDEX HAKE) 
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i-Pr-C-NH-CB2-CM2 



CH2-0-CH2-Ph 



RN 1S368S-10-0 CAPLUS 

CM 3-Pyridinecarbos3aide, N-I [4-{2-[ (4-aechyl-l-osopentyl) aaino]athyl]phanyl] 
9ulfonyl)-6-((phftnylBWttM»y)aetbyl)- (9CI) (CA INDEX NAME) 



O 
II 

M«2CM- Ca2- CH2-C- NH-CH2- CH2 



PAGE 1-A 
CH2— O 



BM 15368S-11-1 CAPLUS 

CN 3-Pyridinacarboxamide, N-( (4'- [[ (2-phaRylathyl) amino] carbonyl] phenyl) aulf on 
yl]-6-[(phenylmathoxy)Bethyl]- (9CI) (CA INDEX HAKE) 



Ph~CH2-CH2-NH-i 



^ CH2- O- CH2- Ph 



m 153685-12-2 CAPLUS 

CN S-Pyridioecarboxanide, 6-(ethosyBethyl)-N-[(4-(((2- 

phenyletbyl)aaino]carbonyl] phenyl] sulfonyll- (9CI) (CA INDEX NAME) 
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Ph— CH2— CH2 -"NH— C, 



RN 153685-13-3 CAPLUS 

CN S-Pyridinecarbosaaide, N-((4-(2-( (cyclohexylacetyDanino) ethyl) phenyl] sulf 
onyl] -6- (ethoxyaethyl) - (9CI) (CA INDEX NAME) 

k^^J— CH2-C-NH-CH2-CH2— I 
RN 153685-14-4 CAPLUS 

CN 3-Pyridinecarbosamide, 6- (ethoxynethyl) -N- ( (4-12- [ (l- 
oxohexyl) asdno] ethyl] phenyl) suifonyl] - (9CI) (CA INDEX NAME) 



0 
II 

Me- (CH2)4-C-NH-CH2-CH2 



RN 1&3685-15-S CAPLUS 

CN 3-Pyridinecarboxanide, 6-(ethO]iyBethyl) -N-[[4-[2'[ (4-fflethyi-l- 
osopentyDanino) ethyl] phenyl) sulfonyl]- (9CI) (CA INDEX NAME) 



Me2CB-CH2-CH2-C- HH-CH2-CH2 



RN 1S3685-16-6 CAPLUS 

CN 3-PyridinccarboxaaidB, N>( [4- [ (butylaaino)carbonyl) phenyl] aulfonyl] - 
(ethoxynethyl)- (9CI) (CA INDEX NAME) 
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RN 153685-17-7 CAPLUS 

CN 3-Pyridinecarboiiamide, N- [ (3- [ (butylaaino) carbonyl] phenyl] sulfonyl] -6- 
(ethoxyoethyl) - (9CI) (CA INDEX NAME) 



^^J^^Lnh-c-JO^ 



RN 153685-18-8 CAPLUS 

CN 3-Pyridinecarboxaaide. N-[ (2-chloro-S-[ ( (2- (4- 

f luorophenyl) ethyl] amino] carbonyl) phenyl) sulfonyl) -6- (hydcoxynethyl) - 
raonoasnoniuB salt (9CI) (CA INDEX NAME) 



— CH2-CH2- H»- C — '^s,^ S- NH- 1 



• NH3 

RN 1S3685-19-9 CAPLUS 

CN 3-PyridinecarboxaBide, N-[C4- I 2- [(cyclohesylacetyl) amino] ethyl) phenyl) sulf 
onyl)-6-(hydro«ymethyl)-. oonoaesaonlua salt (9CI) (CA INDEX NAME) 

lv^_^^CH2-C-NH-ca2-CH2— [J 



• NH3 



<12/14/2005> 



RN 153685-20-2 CAPUIS 
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CW 3-Pyridin«carbojiam.de. 6- (hydroxyoethyl) -N- 1 (4-[2- ( (2-iiethyl-l- 

osopropyl)3aino]cthyllphenyl]sulfoiiyl)-. aonoascaoniUB salt (9CI) (CA 

INDEX lUKE) 



i-P c - C- NH- CH2- CH2 



CH2-aH 



• NB3 
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"A" 

r2^N^CONR4R5 
On 

O— ^ ^— S02NH00 — COHHCH2CH20H 



Title compda. [I: I of A, B - R3 and the other - XNR6R7> R1-R3 - H, halo, 
alkyl, alkoxy, etc.; R4, R5 - H, alkoxy, alkyl, aryl, etc.; R6 - H, alkyl. 
N-prot«ctiv« group, etc.; R7 - Y(ZU)rDW; X - bond or CO; Y - CO or S02» Z 
* bond, H, alk(en)ylene, etc.; U - null, bond. H, 00. 6, S02. etc.; D - 
null, bond. H, alk(en)ylene, etc.; W - null, bond (sic), H, alk(en)yl. 
etc.; n - 0 or 1: r « 1-4) were prepared Thus. 2-nethoxycarbonylpyridin«-5- 
cacboxyllc acid vas created with S0C12 and the product condensed with 
4-(MeO)C6H4S02NH2 to give, after aoidation with H0CS2CH2NH2. title coapound 
II. I were effective (sic) at 1-100 ng/kg orally or i.p. in the 
0C14-induced liver fibrosis nodel enploying cats. 
138834-65-SP 138834-7I-6P 1S2457-91-5P 
1S24S7-92-6P 152457-93-7P 152457-96-OP 

152457- 97- IP 152458-0O-9P X5245e--01-0P 

152458- 02- IP 15245B-04-3P 15Z45B*0(HSP 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and reaction of, in preparation of fibrosuppressive agent) 
138834-65-8 CAPLUS 

2-PyridinecartKMtylic acid, 5-( [ (phenylsulfonyl) aaino]carbonyl)-. cethyl 
ester (9Cl) (CA INDEX NAME) 



C- NH- S- Ph 
11 I) 



138834-71-6 CAPLUS 

2-Pyridinecarboxylie acid, 5-[[((4-aethoayphenyl)sulfanyI]aBiDo]cartioiiyl)- 
, mthyl ester (9CI) (CA INDEX NAME) 



L4 ANSVER 34 OF 71 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 



RN 152457-91-5 CAPLUS 

CN 2-PyridiDecarboxyIic acid. 5-C ( [ (4-Bethoxyphenyl)9ulfORyl] aaioolcarbonyi)- 
(9CI) (CA INDEX NAME) 




RN 152457-92-6 CAPLUS 

CN 2-Pyridinecarboxylic acid. 5- ( [ [ (4-f luorophenyl) sulfonyl] aoino] carbonyl)- 
methyl ester (9CI) (CA INDEX NAME) 



-C-CMe 



RN 152457-93-7 CAPLUS 

CN 2-Pyridinecarboxylic acid. 5- {[[ (4-f luorophenyl) sulfonyl] aoino] carbonyl}- 
(9CI) (CA INDEX NAME) 



RN 152457-96-0 CAPLUS 

CM 2-Pyridinecarboxyllc acid, 5-[ [[ (4-butoxyphenyl) sulfonyl) amino] cadxmyl)- 
oetbyl ester (9CI) (CA INDEX NAME) 



<12/14/2005> 



Habte 
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0 

II 



RN 1524S7-97-1 CAPLUS 

CN 2-Pyridinecarbo»ylic acid, S-[{ [ [4-(trifluororaethoxy)phenyl]sulfonyl]afflino 
Icarbonyl]-, Mthyl ester (9CI) (CA INDEX HAKE) 



RN 1 524 Se -00-9 CAPLUS 

CN 2-Pyridin«carboicylic add, 5- ( [ [ (4-[ C (2-phefiylethyl) aaino] carbonyil phenyl] 
sulfonyI}aBino]carbonyl]-, aethyl ester (9CI) (CA INDEX MAKE) 



Ph-C3l2-CH2-NH- 



RN 152458-01-0 CAPLUS 

CN 2-Pyridinecarbosylic acid, 5-{[(C4-[[(2-phenylethyl> amino] carbonyl] phenyl) 
sulfonyl] amino] carbonyl]- (9CI) (CA INDEX NAME) 



Ph-CH2-CH2-NH- 



RN 152458-02-1 CAPLUS 

CN 2-PyridinecarboxyUc acid. 5-{[([4-[2-[(2-chloro-5- 

Bothoxybenzoyl) amino] ethyl) phenyl) sulfonyl] amino] carbonyl]-, methyl ester 



ANSVER 34 OF 71 CAPLUS OOPYRIGRT 2005 ACS on STN 
(9CI) (CA INDEX HAKE) 




C-NH-CH2-CH2 




1524 SS -04-3 CAPLUS 

2-Pyridinecarboxylic acid, 5-{{ [ (4-{2-[ (2-chloro-5- 
methoxybenzoyl) amino] ethyl] phenyl] sulfonyl] amino] carbonyl] - (9CI ) 
INDEX NAME) 



1524S8-06-5 CAPLUS 

2-Pyridinecarboxylic acid, 5-[[[[4-{ (l-oxo-4-phenyIbutyl} amino] phenyl] sulf 
onyl] amino) carbonyl]-, methyl ester (9CI) (CA INDEX NAME) 



Ph- (CH2)3-C-NH 



152437-4 1-5P 
IS2457-4B-2P 
1.52457-51-7P 
I52457-54-CP 
152457-57-3? 
1524S7-C0-a» 
lS24S7-<3-lP 
152457-66-4? 
1.52457-69-77 
1524S7-72-2P 
IS2457-75-5P 
152457-78-89 
1524S7-ei-3P 
1524S7-84-SP 



152457-42-6P 
152457-49-3P 
152457-52-SP 
152457-55-lP 
152457-58-4? 
t524S7-Sl>9P 
1524S7-64-2? 
152457-67-5? 
152457-70-0? 
152457-73-3? 
15245 7-7S-6? 
152457-79-9? 
152457-82-4? 
152457-85-7? 



152457-43-7? 
152457-50-6? 
152457-53-9? 
152457-56-2? 
152457-59-5? 
152457-62-0? 
152457-65-3? 
152457-68-6? 
152457-71-1? 
152457-74-4? 
152457-77-7? 
152457-80-2? 
152457-83-5? 
152457-86-8? 
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152457-87-9? 152457-88-0? 152457-89-1? 
152457-90-4? 

RL: SPN (Synthetic preparation) t PREP (Preparation) 

(prepn. of. as fibrosuppresslve agent) 
152457-41-5 CAPLUS 

2, 5-PyridinedicarbQxamde, N2- (2-hydroxyethyl> -NS-J (4- 
raethoxyphenyl) sulf onyl] - (9CI) (CA INDEX NAME) 



C— NH— CH2— CH2— OH 



152457-42-6 CAPLUS 

Glycine, N- [ [5- [ [ ( (4-methoxyphenyl) sulfonyl] asiino] carbonyl) -2- 
pyridinyl] carbonyl]-, methyl ester (9CI) (CA INDEX NAME) 



C-NB-CHz-C-OHe 



152457-43-7 CAPLUS 

2,S-Pyridinedicarbosamidc, N2-(2-hydro]iyethyl)-N5-(phenylsulfonyl)- (9CI) 
(CA INDEX NAME) 



.XT 



C-NH-CH2- CH2-0a 



RN 1524S7-4B-2 CAPLUS 

CN 2, S-Pyridinedicarbosamide, N5- [ (4 -butoxyphenyl) sulf onyl] -N2- (2- 
bydrosyethyl)- (9CI) (CA INDEX NAME) 



<12/14/2005> 
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C-NH-CH2-CH2-0H 



RN 1524S7-49-3 CAPLUS 

CN 2, 5-Pycidinedicarboxamide, N2-(2-hydroxyethyl) -NS-[ [4- 

(trifluoromethoity) phenyl) sulfonyl]- (9CI) (CA INDEX NAME) 



C- NH- CH2- CH2- OH 



152457-50-6 CAPLUS 

2, S-Pyridinedicarbosamide. N5- [ [ 2, 5-bis (2, 2. 2- 
trifluoroetbosy) phenyl] sulfonyl] -N2- (2-hydro)tyethyl) - 
NAME) 



II 

S-NH-C- 
II 



■'XT 



C-KH-CB2-CH2-Oa 



152457-51-7 CAPLUS 

2, 5-Pyridinedicarboiiamider N5-(butylsul£onyl)-N2- (2- hydroxys thyl)- (9CI) 
(CA INDEX NAME) 



i XT 

n-Bu-S-NH-C^ 



C- NH- CT2— OH 



152457-52-9 CAPLUS 

2, S-Pyridinedicarboxanide, N2-(2-hydroxyethyl) -n5- [ (4-(^- 
(trifluora8ethyl)phenoxy)phenyl)sulfonyl)- (9CI) (CA INDEX NAME) 

Habte 
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0 



C- HH- CH2- CH2- OH 



RN 1524S7-53-9 CAPLUS 

CN 2,5-Pyridinedicarboxaaiide, N2-(2~aethoxyethyl)-N5-(phenyl3ulfonyl)- (9CI) 
(CA INDEX NAME) 



Ph- S-NH-C 



O- MH- Ca2- CH2- OHe 



RN 1S24S7-S4-0 CAPLUS 

CN GlyciM, N-( {5- [ [ (phenylsulfonyl) amino] carbonyl] -2>pyridinylJc«cbonyl] - 
esthyl tsttr (9CI) (CA INDEX NAME) 



Ph-S-WH-C' 

il II 

O 0 



II II 

C-NH-CM2-C-0Me 



RN 1S2457-55-1 CAPLUS 

CN Glycine, N-{ (5- [[ (phenylsulfonyl) aninolcarbonyl] -2-pyridinyl]carbonyl] - 
(9CI) (CA INDEX NAHB) 



H02C-CH2-NH-I 



C-NH- S-Ph 



ANSWER 34 OF 71 CAPLUS COPYRIGHT 200S ACS on STN (Continued) 
152457-56-2 CAPLUS 

2,5-PyridinedicarbO]iamde. N2-(2-hydrozyethyl)-KS-([4-{((2- 
phenylethyl)aaino]cartM>nyl]ph»nyl)sulfonyll- (9CI) (CA INDEX NAME) 



Ph-CH2-(B2-NH-i 



"xxi-iXr 



C- NH- CH2- CH2- OH 



1S2457-S7-3 CAPLUS 

2. S-PyridinedicarbQxaaide. H2> (2-bydrosyethyl)-N5-C (4-{( [2- (4- 
aethoxyphenyl) ethyl] aaino] carbonyl] phenyl] sulfonyL)- (9CI) (CA INDEX 
HAKE) 



T!L " _nrr 

— CB2-CH2-NH-C — J 



II II 
' HH-C- 



'XX' 



152457-59-4 CAPUJS 

2, 5-Pyridinedicarboxanide, HS- [ [ 4 - ( { ( 2- ( 3. 4 -dinethoxyphenyl) ethyl] amino] c 
cbonyl] phenyl] 3ulfonyl]-N2-( 2- hydrovyethyl)- (9CI) (CA INDEX NAME) 



**** O 
k:^^:*— CH2-CB2-NH-C— J 



L4 ANSWER 34 OF 71 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 

PAGE 1-B 



RN 1S2457-59-5 CAPLUS 

CN 2,5-Pycidinedicacboaanide. NS-[ (4- ( (butylamino) carbonyl] phenyl] sulfonyl]- 
N2-(2-hydroxyethyl)- (9CI) (CA INDEX NAME) 



C-NH~CH2-CH2-OH 



RN 152457-60-8 CAPLUS 

CN 2, S-Pyridinedicacboxaoide. H2- (2-hydroiiyethyl) -NS- [ {3-( ( (2- 

phenylethyl) amino] carbonyl} phenyl) sulfonyl]- (SCI) (CA INDEX NAME) 



Ph-CH2 - CH2- NH- C, 



II !! 

- NH-" 



C— NH— CH2— CH2— OH 



RN 152457-61-9 CAPLUS 

CN 2, S-Pyridinedicarboxamide, N5- [ (4 - [ [ (2- (3, 4-dinethaxyphenyl) ethyl) amino] ca 
rbonyl] phenyl] sulfonyl) -N2- (2-methoxyethyl) - (9CZ) (CA INDEX NAME) 



k:5^^CH2-CH2-NH-C— 



— ai2~0Ke 

RN 152457-62-0 CAPLUS 

CN Glycine, H-(C5-[ [[ (4-1 [ (2-pbenylethyl) amino] carbonyDpbenyl) sulfonyl) amino 

<12/14/2005> 
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] carbonyl] -2-pyridinyll carbonyl]-, methyl ester, monosodium salt (9CI) 
(CA INDEX NAME) 



Ph— CH2— CH2— NH- 



11 

S-NH-O 



il if 

O N^C-NH-CH2-C-0Me 



• Na 

RN 152457-63-1 CAPLUS 

CN G lyci ne, N-[(5-([((4-{([2-(3,4 -di met hoxyphe nyl) ethyl] ami no] ca rbonyl) phenyl 
] sulfonyl] amino] carbonyl] -2-pyridinyl] carbonyl]-. Mthyl ester, monosodium 
salt (9CI) (CA INDEX NAME) 



1^5^^>~CH2-CH2-NH-C— J 



C-NH-CH2 



RN 152457-64-2 CAPLUS 

CM Glycine, N- ( (5-( [[ (4-( (butylamino) carbonyl] phenyl] sulfonyl J anino)cart»onyl) - 
2-pyridinyll carbonyl]-, methyl ester (9CI) (CA INDEX NAME) 



C— NB— CH2— C— CHe 



Habte 
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152457-65-3 CAPLUS 

Glycine, N-({5-[( (3-ethoxyprcwl)aBino)carboRyl]phenyl)sulfonyllainin 
o)carbOflyl|-2-pyridiiiyl)carbonyl)-. nthyl cstar (9CI) (CA INDEX HAHE) 



EtO-(CH2)3-KH-C^ 



i>K!-iOr 



C-NH-CH2-C-0Me 



152157-66-4 CAPLUS 

Glycin*, [ ( 5> { [ { [ 3- ( (butylaaino) carbonyl] phenyl) sulf onyl] amino] carbonyL] - 
2-pycitlinyl]caEiionyl]-, mthyl ester (9CI) (CA INDEX NAHE) 



Vr 



II II 

C-NH-CH2-C-0Me 



152457-67-5 CAPLUS 

Glycine, N-[ [5-[( [ [3-{ (butylanino) cariKinyl] phenyl) sulf onyll amino] carbonyl] - 
2-pyridinyl]carbonyl)- (9CI) (CA INDEX HAKE) 



C-HH-CH2-C02H 



152457-68-6 CAPLUS 

Glycine, N- [ [5- ([([«-{[ (2- (3, 4-diraethosyphenyl) ethyl) amino] caebonyl] phenyl 
] sulf onyl] amino] carbonyl]-2-pyridinyl)carbonyl]- (9CI) (CA INDEX NAME) 



U ANSWER 34 OF 71 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 

PAGE 1-A 



CH2-CB2-Na-C— I 



C-KB-C312 



RN 152457-69-7 CAPLUS 

CN Glycine. N- ( (5- [ [ [ [4- [ (butylalaino)ca^bonyl]phenyl)^u^fo^yl]aBitlO]carbonylJ- 
2-py^idinylJcacbonyl] - (9CI) (CA INDEX NAME) 



RN 152457-70-0 CAPLUS 

CN Glycine, N- [ (5- [ [ { [4- [ ( (3-ethoxypropyl) ami no] carbonyl] phenyl] sulf onyl] aain 
o]carbonyl]-2-pyridinyl]carbonyl]- (9CI) (CA INDEX NAHE) 



EtO- (CH2) 3-NH- 



C-Na-CH2-O02H 



RN 152457-71-1 CAPLUS 

CN Glycine, N- [ [S-( [ ( {4- [ [ (2-phenylethyl) amino] carbonyl] phenyl] sulf onyl] 
] carbonyl) -2-pyridlnyl] carbonyl] < (9CI} (CA INDEX NAME) 



L4 ANSVER 34 OF 71 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 

0 0 
Ph-CH2-CH2-NH-C^ „ o ^ ^C-NH-CH2-CX)2H 



RN 152457-72-2 CAPLUS 

CN 2,S-Pyridinedicarb0]tamide, H5-{ (4-[2-f (2-chloro-5- 

methoxybenzoyl) amino) ethyl] phenyl] sulf onyl) -N2- (2-hydroxyethyl) - (9CI) 
(CA INDEX NAME) 



k^J" C-NH-CH2-CH2 



C-NH-C3I2-CH2- 



— OH 

RN 152457-73-3 CAPLUS 

CN 2,5-Pyridinedicarboxamide, N5- [ [4-{2- [ [3- (3, 4-diDethoxyphenyI) -1- 

oxopropyl] amino] ethyl] phenyl] sulfonyl] -N2- (2-hydroxyethyl) - (9CI) (CA 
INDEX NAHE) 



f 00 

k^^^y— Ca2-Ca2-C-NH-CH2-CH2— J 



c— NH- ca2— ca2- OH 

<12/14/2005> 
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RN 152457-74>4 CAPLUS 

CN 2, 5-Pyridinedicarboxafflide, N2-(2-hydro]iyethyl) -N5-[ [4-[2'- 

[(phenoxyacetyl) ami no] ethyl] phenyl] sulfonyl]- (9CI) (CA INDEX NAME) 



PhO- CH2- C- NH- CH2- CH2 



C-NH-CH2-CH2 



RN 152457-75-S CAPLUS 

CN 2,5-Pyridinedicacboxamide, N2- (2-hydcoiiyethyl)-NS-( t4-(2-[ (4-«ethyl-l- 
osopentyl) amino] ethyl] phenyl] sulfonyl]- (9CI) (CA INDEX NAHE) 



Me2CH-CH2-CH2-C-- NH- CH2- CH2 



II 

C-HH— 



— CH2-CH2-0H 

RN 152457-76-6 CAPLUS 

CM 2,5-Pyridinedicarboxamide, N5-I [4-[2-([^-(^,4-dlBetbo■ypheRyl)-l- 
o■oprc^l] amino] ethyl] phenyl] sulfonyl] -M2- (2-Bethcnryethyl) - (9CI ) (CA 
INDEX NAHE) 



Habte 
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7AGB 2 -A 




PAGE 1-B 

O 
I) 

C- HH- 012- CH2- OMb 



RN 1S2457-77-7 CAFLU5 

CN 2,5-Pyridin*dicarbojiamde, N2- (Z-oethoxyethyl) -N5-( (4 - (2-( (4-oethyl-l- 
oxopentyl) amino} ethyl} phenyl] sulfonylj- (9CI) (CA INDEX NAME) 



P«JE 1-A 




O 



PAGE 1-B 



— CH2-CH2-0MO 



RN 152457-78-9 CAPUTS 

CN Glycine, N-t (5-{ { { [4- (2-1 (2-chloro-5-methoxybenzoyl) amino] ethyl} phenyl] sul 
fonyl] aaiRo}carbonyl] -2-pyridinylIcarbonylJ-, aethyl ester (9CI) (CA 
INDEX NAME) 



L4 ANSVER 34 07 71 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 



OMe 




O 



RN 152457-79-9 CAPLUS 

CN Glycine, N-[(5-[[([4-(2'-I (l-oxohexyl)amno)ethyl]phenyll9ulfoiiyl)uiinolcar 
boiiylI-2«pyridinyl]carbosyl3-, aethyl ester (9CX) (CA INDEX NAME) 



PAGE 1-A 




PAGE 1-B 



— OMe 



RN 1S24S7-B0-2 CAPLUS 

CN Glycine. N- [ [5- [ [ [ (4- [2-( [3- (3,4-dimethoxyphenyl) -1- 

oxopropyl) amino] ethyl] phenyl] sulfonyl] amino] carbonyl) -2- 
pyridinyl)carbonyl)-, aethyl ester (9CI) (CA INDEX NAME) 



PAGE 1-A 
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PAGE 1-B 



— C- NH- CH2- C- OMe 

RN 152457-B1-3 CAPLUS 

CN Glycine , N-'{{S«[([[4-(2-[(3,4 -di e thoxybe nzoyl ) aainol ethyl) phenyl] sulfonyl] 
amino] carbonyl) -2-pyridinyl] carbonyl]-, ethyl ester (9CI) (CA INDEX NAME) 



PAGE 1-A 

OEt 




O 



PAGE 1-B 



O 
II 

— C-OEt 

RN 152457-S2<4 CAPLUS 

CN Glycine, N-( [5-{ ( ( [4* [2« ( (cyclohexylacetyl) aalno) ethyl] phenyl) sulfonyl] ami 
no] cari>onyl)-2-pyridlnyl) carbonyl] aethyl ester (9CI) (CA INDEX NAME) 



PAGE 1-A 

O 




RN 152457>83-S CAPLUS 

CN Glycine, N-( (5-( [ ( {4-12- [ (2-Bethyl-l-o«opf opyl) amino] ethyUphenyl) sulfonyl 
)aaino] carbonyl] -2-pyridinyl] carbonyl]-, aethyl ester (9CI) (CA INDEX 
NAME) 
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RN 152457-84-6 CAPLUS 

CN Glycine, N- [ [5- [ [ [ [4- [ 2- [ (4-Bethyl-l-oxopentyl) amino] ethyl] phenyl] sulfonyl 
) amino] carbonyl] -2-pyridinyl] carbonyl] aethyl ester (9CI) (CA INDEX 
NAME) 



PAGE 1-A 




0 



PAGE 1-B 

0 
II 

— CH2-C-0Me 

RN 152457-85-7 CAPLUS 

CN Glycine, N-C {5- ( [ ( (4- [2- [ (1-osohexyl) aaino] ethyl] phenyl) sulfonyl] amino] car 
bonyl)-2-pyridinyl] carbonyl]- (9CI) (CA INDEX NAME) 



PAGE 1-A 




O 



<12/14/2005> 



Habte 
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PACE 1-B 

— C02H 

RN 1524S7-86-8 CAPLUS 

CN Glycin«, N- ( (S- [ [ ( (4 - [ 2- [ (3, 4 -diethoxybenzoyl) amino) echyl) phenyl) sulf onyl) 
aBino]carbonyl]-2-pyridinyllcarbonyl]* (9CI} (CA INDEX HAKE) 



OSt 

^^^l— c- 



C-NB-CH2-CH2 



C-HH-CH2 



RN 1S2457-87-9 CAPLUS 

CN Glycine, N-((5-((t(4-[2-[ (cyclohexylacetyl)aiaino]ethyl)phenyl]sulfonyl]a 
no]carbonyl)-2>pyridinyl)carbonyl]- (9CI) (CA INDEX NAME) 



C^^^CH2-C-NH-Ca2-CH2--i^3^0 



i-O" 



L4 AHSVER 34 07 71 CAPLUS OOPYRI^ 2005 ACS on STN (ConCinued) 

PAGE 1-B 



RN l524S7-e8-0 CAPLUS 

CN Glycine, N- 1 {5- [ t [ (4- 12-{ (2-Bethyl-l-oiiopr«wl) aainoj ethyl] phenyl) sulfonyl 
)aaino]carbonyl]-2-pyridinyl]carbonyl)- (9CI) (CA INDEX KAHE) 



i -P r — C- HH- CH2 - 082 



C-NH-CH2-C02H 



RN 152457-89-1 CAPLUS 

CN Glycine, N-{(S-[ ( [ [4-[2-[ (4-Bethyl-l-ox(^ntyl) amino] ethyl] phenyl] sulfonyl 
)anino)carbonyl]-2-pyridiDyl]carbonyl)- (9CI) (CA INDEX NAME) 



He2CH-CH2-CH2-C-NB-CH2- CH2 



RN 152457-90-4 CAPLUS 

CN 2,5-Pyridinedicarboxanide, N2- (2-hydroxyethyl) -NS-[ {4-[ (l-oxo-4- 
phenylbutyllanino] phenyl] sulfonyl) - (9CI) (CA INDEX NAME) 
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O Q 



Ph- (CH2) 3-C-NH 



C- NH- CH2- CH2-0a 



152457-98-2 

RL: RCT (Reactant) ; RACT (Reactant or reagent) 

(reaction oC, in preparation of fibrosuppressive agent) 
152457-98-2 CAPLUS 

2-Pyrldinecarbosylic acid, S-[((C2.5-bis(2,2,2- 

trlfluoroethoxy) phenyl] sulfonyl] amino) carbonyl) methyl ester (9CI) 
INDEX NAME) 
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OOCUHENT HUHBER: 
TITLE: 



AUTHOR (S) : 
CORPORATE SOURCE: 



DOCUMENT TYPE: 

LANGUAGE: 

GX 



CAPLUS COPYRIGHT 2005 ACS on STN 
1994:100174 CAPLUS 
120:100174 

Hovel inhibitors of prolyl 4-hydroitylase. S. The 
intriguing structure-activity relationships seen vlth 
2,2'-bipyridine and its 5, 5' -dicarboxylic acid 
derivatives 

Hales. Neil J.j Beattie, John F. 

Infect. Res. Dep., Zeneca Phacm., 

Macclesfield/Cheshire, SXIO 4TG. UK 

Journal of Medicinal Chemistry (1993), 36(24), 3853-8 

OODEN: JHCNAR} ISSN: 0022-2623 

Journal 

English 



I. Rl-H 
III, R1-C02H 



a. 



AB Members of a series of 2,2'-bipyridines have been synthesized and tested 
as inhibitors of prolyl hydroxylase (EC 1.14.11.2). The 
structure-activity relationships seen with [2,2* -bipyridina] -5-carboxylic 
acid (I) closely reseniile those of pyridine -2 -car boxy lie acid (II). 
Accordingly, {2,2' -bipyridine] -5. 5' -dicarboxyUc acid (III, IC50 - 0.19 
|aM) Is the nost potent inhibitor of its type yet reported. However, 
2,2'-bipycidines laclcing a 5-carboKylate are poor inhibitors. These 
contrasting structure -activity relationships are discussed in terms of net 
anionic charge, iron chelation, and the availability of alternative 
putative binding modes at a single binding site in each catalytic subunit. 
This series of Inhibitors may provide insight for the design of drugs 
effective in the inhibition of excess collagen deposition. 

IT 152365-37-2P t52365-39-4P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(preparation of and prolyl hydroxylase inhibition by, structure in 

relation 

to) 

RN 1S236S-37-2 CAPLUS 

CN (2,2*-Bipyridine]-5-carbosamide, H-(phenylsulfonyl)- (9CI) (CA INDEX 
NAME) 




RN 152365-39-4 CAPLUS 

CN [2,2*-Bipyridine]-5,5'-dicarboxafflide, N, N* -bis (phenylsulf onyl) - (9CI) (CA 
INDEX NAME) 



<12/14/2005> 



Habte 
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Page 44 



U ANSVER 3S OF 71 CAPUIS COPYRIGHT 2005 ACS on STN 



(Continued) 




L4 ANSVZR 36 OF 71 
ACCESSION NUMBER: 
DOCUMENT KUMBER: 
TITLE: 

AUTHOR(S): 



OORPORATB SOURCE: 
SOURCE: 

OOCUKEKT TYPE: 
LAN 
GI 



CAPLUS COPYRIGHT 200S ACS on STN 
1993:671084 CAPUIS 
119:271084 

2- (Aikylaaino) nicotinic acid and analogs. Potent 
angiotensin II antagonists 

Vinn, Martin: Oe, Bisvanathi Zydo«>r3ky. Thooas H. : 
Altenbach, Robert J.> Basha, Fatiaa Z.i Boyd, Steven 
A.» Brune. Michael E.i Buckner, Steven a.j Crovell, 
DeAnne; et al. 

Cardiovas. Res. Div. . Abbott Lab., Abbott Park, IL, 
60064. USA 

Journal of Medicinal Cheaistry (1993)* 36(1B), 2676-88 

CODEN: JMOtAR: ISSN: 0022-2623 

Journal 

English 




AB A series of pyridines and other sin-aeabered ring heterocycles connected 
to a biphenyl-tetrazole with a -CH2-NRl-link vere discovered to be potent 
angiotensin II antagonists. In the pyrioidine carboxylic acid series I (tf 
- CK, X - N, y - ca, 2 - COOH), ccjopds. with an alkyl group (Rl) on the 
exocyclic nitrogen were imch core potent than coc^a. vith an alkyl group 
(R) on the heterocyclic ring. The corresponding pyridine, pyridazine, 
pyrazine. and 1,2,4-triazine carboxylic acids also shoved potent in vitro 
angiotensin II antagonisa. The pyridine I (tf, X, Y * CH. Z - COOH, Rl • 
n-C3H7) denonstrated potent in vitro activity (pA2 - 10.10, rabbit aorta, 
and Ki - 0.61 nM, receptor binding in rat liver) as veil as exceptional 
oral antihypertensive activity and bioavailability. Any nonacidic 
replacecaent for the carboxylic acid was detrimental for activity. 

XT lS1323-15-eP 

RL: SPN (Synthetic preparation): PREP (Preparation) 

(preparation and angiotensin II antagonist activity of) 

RH 151323-IS-B CAPLUS 

CH 3-Pyridinecacboxamide, N- (phenylsulfonyl) -2-(p^opyl([^'-(lH-tetra^ol-5- 
yl) [l,l*-biphenyl]-4-yl)BethylJaminol- (9CI) (CA INDEX NAME) 
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II II 
Ph-S-NH-C 



IT 15X323-51-2P 

RL: SPN (Synthetic preparation): PREP (Preparation) 

(preparation of) 
RN 1S1323-S1-2 CAPLUS 

CN 3-Pyridinecarbox3Bide, N- (phenylsulfonyl) -2-[pr<q9yl[ [2*-[2- 
(triph•nylnethyl) -2H-tetrazol-S-yl) (1, l*<biphenyl]-4-yl]Betfayl] amino) - 
(9CI) (CA INDEX NAME) 
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PATENT NO. 



1993:2S4964 CAPLUS 
118:254964 

Preparation of (pyridylthio- or pyridyloxy) pyrimidine 

or -triazine derivatives as herbicides 

Miyazaki, Masahiro) Matsuzawa, Masafiimi: Toriyabe, 

Keiji; Hi rata. Michiya 

Kumiai Chenxical Industry Co., Ltd., Japan: Ihara 

Chemical Industry Co., Ltd. 

PCT Int. Appl., 77 pp. 

CODQt: PIXX02 

Patent 

Japanese 



KIND DATE 



APPLICATION NO. 



vo 


9217469 




Al 


19921015 


tfO 


1992-JP362 




19920326 




W: AU, 


BR, CA, 


HU, 


PL. BO, RU, US 












RV: AT, 


BE, CH, 


DE. 


DK. ES, FR. GB 


GR, IT, LU, MC, 


NL, SE 


JP 


05331163 




A2 


19931214 


JP 


1991-84556 




19910326 


CA 


2078336 




AA 


19920927 


CA 


1992-2078336 




19920326 


AU 


9214517 




Al 


19921102 


AU 


1992-14S17 




19920326 


AU 


64S193 




B2 


19940106 










EP 


532761 




Al 


19930324 


EP 


1992-907592 




19920326 




R: AT, 


BE, CH, 


DE, 


DX, ES, PR, GB, GR, IT, U. LU, 


HC, NL, SE 


HU 


62761 




A2 


19930628 


HU 


1992-3716 




19920326 


RU 


212644 




B 


19960930 










BR 


9204796 




A 


19930831 


BR 


1992-4796 




19920326 


RU 


2066321 




CI 


19960910 


RU 


1992-16418 




19920326 


PL 


171471 




Bl 


19970530 


PL 


1992-296936 




19920326 


RO 


112112 




Bl 


I9970S30 


RO 


1992-1473 




19920326 


IN 


1749S8 




A 


19950408 


IN 


1992-CA402 




19920604 


IN 


175877 




A 


19951014 


IN 


1992-CA401 




19920604 


CN 


1080637 




A 


19940112 


CN 


1992-105035 




19920622 


CN 


108063B 




A 


19940112 


CN 


1992-105045 




19920622 


CN 


1040280 




B 


19981021 










US 


5385880 




A 


19950131 


US 


1992-927281 




19920917 


IN 


178208 




A 


19970315 


IN 


1994-CA798 




19940930 


IN 


178419 




A 


19970419 


IN 


1994-CA799 




19940930 


PRIORITY APPLN. 


INFO.: 






JP 


1991-84556 


A 


19910326 












VO 


1992-JP362 


A 


19920326 












EH 


t992-CA401 


Al 


19920604 












IN 


1992-CA4D2 


Al 


19920604 



OTHER SOUnCE(S): 



HARPAT 118:254964 



Ph one 



AB The title coapds. (I: R - H, HO, alk03iy, alkoxyalkoxy, acylovyalkoxy, 
(un) substituted PhCB20. H«3SiCB2CB20, etc.* Rl. R2 - H, alkosy, halo. 
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(di)allcylaalno, haloalkosy, alkyl; V - O, S, KH« N(aiO), 

allcoxycarbDnyliiainot Z - CH, N; X - halo, (halo)all(yl, acylaoino, 

(halo)cycloallcyl, alkenyloxy, allcynyloxy, (un) substituted Ph or PbCH2, 

etc.] are prepd. Thus, sulf onylation of Me 2-hydroxy-4-|^enylrkicotinate 

vith (CF3S02)20 in CH2C12 at -20* to -10* folloved by 

condensation vith 4, e-diaethoxy-2-hydroxypyriBidine in the presence of 

X2O03 in DMSO at 80* gave a pyrioidine deriv. (11; R - OHe) which 

vas hydrolyzed to II (R ' CB) , This at tOO g/10 are in paddy field soil 

controlled 2901 Echinochloa crus-galli, Honochoria vaginalis, and 

Scirpus juncoides. A total of 173 I were prepd. 

i«7078-O7-7P 

RL: AGR (Agricultural use)t BAG (Biological activity or effector, except 
adverse); BSU (Biological study, unclassified); SPN (Synthetic 
preparation); BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of, as herbicide) 
147078-07-7 CAPLUS 

3-Pyridinecarboxaiu.de, 4- (3-chlorophenyl) -2-C (4, 6-dim•thosy-2- 
pyriaidinyl) thiol-N-(methylsulfonyl) - (9CZ) (CA INDEX NAME) 




II 

C NH-S-Me 
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CAPLUS COPYRIGHT 200S ACS on STN 
1992:128593 CAPU^ 
116:128593 

Novel inhibitors of prolyl 4-hydroxylase 

Dowell, Robert I.; Hadley, EUzabeth K. 

Chea. 1 Dep., ICI Phara., He re side/ Alder ley 

Park/Maccleafield/Cheshire. SXIO 4TG. UK 

Journal of Medicinal Cheaistry (1992), 3S(5), 600-4 

CODEH: JMCMAR; ISSN: 0022-2623 

Journal 

English 



H02cXX 



CONHSOjR 



Pyridinecarbonylsulfonamides I (R > He, CHMe2, Ph, CH2Ph, 1-naphthyl. 
8-quinolyl. etc.) were prepared by reacting Me 5-cacboxylpyridine-2- 
carboxylate with RS02NH2 in the presence of DOC. They were exaained for 
their inhibitory activity against prolyl 4>hydrosylase. 
Structure-activity relationships were also exaaioed 
138834-63-6P I38834-64-TP 138a34-65-8» 
138834-66-»P L38834-67-0r 138834*Se-lP 
138834-69-27 I38834-70-SP 138834*71-6P 
138834-72-7P 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and hydrolysis of) 
138834-63-6 CAPLUS 

2-Pyridinecarboxylic acid, 5-[( (aethylsulfonyl) aaiRo]carbonyl]-, nethyl 
ester (9CI) (CA INDEX NAME) 



C- NH-S-Me 



RN 138834-64-7 CAPLUS 

CH 2-Pyridinecarboxylic acid, 5- ( [ t (1-methylethyl) sulf onyl] aaino] carbonyl) 
aethyl ester (9CI) (CA INOSC NAME) 
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O 




RN 138834-65-8 CAPLUS 

CN 2-Pyridinecarbaxyllc acid, S- [[ (phenylsulfonyl) anino) carbonyl] aethyl 
ester (9CI) (CA INDEX NAME) 



O 




RN 138834-66-9 CAPLUS 

CN 2-Pyridinecarboxy Lie acid, 5-[ [ C (phenylaethyl) s\ilfonyl]anLno} carbonyl] 
aethyl ester (9CI) (CA INDEX NAME) 



O 




RN 138834-67-0 CAPLUS 

CN 2-Pyridinecarbosylic acid, 5- [ [ (1-n^phthalenylsulf onyl) aaino] carbonyl] 
aethyl ester (9CI) (CA INDEX NAME) 
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C-OMe 




I 



NK 
I 




RN 138834-68-1 CAPLUS 

CN 2-PyridinecacbOKylic acid, 5- [{ (a-quinolinylsulf onyl) aaino] carbonyl]-, 
methyl ester (9CI) (CA INDEX NAME) 



O 



C-OMe 




RN 138834-69-2 CAPLUS 

CN 2-Pyridinecarboxylic acid, 5-[([ (5-chloro-2-thienyl)sulfonyl)aaino]carbony 
I]-, aethyl ester (9CX) (CA INDEX NAME) 



O 




O 
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138834-70-5 CAPLUS 

2'-Pyridinecarbcwylic acid, 5-[[[(4,5-dibroBo-2- 
thienyl)9ulfonyl]aaino]carbonyl]>, oethyl ester (9CI) 



(CA INDEX lUKE) 



"a! 



138834-71-6 CAPLUS 

2-PyridinecarboicyUc acid, 5- [ [ ( (4-CBethoxyphanyl) sulfonyl] aaino}carbonyl]- 
, oethyl ester (9CI) (CA INDEX NAME) 



RN 138834-72-7 CAPLUS 

CN 2-PyrldiRecarb<ncyUc acid, 5-[ [ [{4- (4, 7-dichloro-2- 

quinolinyl^ phenyl) sulfonyljaainolcarbonyl)-, nethyl ester (9CI) 
NAME) 




S-NH- 
II 



130834-73-8? 138S34-74-9P 138834-7S-0» 
t3aS34-7«-lP 138834-77-2P U8834-7S'-3» 
138834>79-4P 138834-80'-7» 13ae34-81-8r 

138834-82-9P 

RL: SPN (Synthetic preparation) t PREP (Preparation) 

(preparation and inhibitory activity of, against prolyl hydroxylase) 
138834-73-8 CAPLUS 

2-Pyridinecarboxylic acid, 5-[[ (mcthylsul£onyl) amino)carbonyl] - (9CI) (i 
INDEX NAME) 
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-NH-S-Me 



RN 138834-74-9 CAPLUS 

CN 2-Pycidinecarbeiiylic acid, 5-{{ [ tl-aethylethyDsulfonyl] a^inolcarbonylJ- 
(9CI) (CA INDEX NAME) 



RN 138834-75-0 CAPUfS 

CN 2-PyridinecarboxyUc acid, 5-[ [ (phenylsulfonyl) aninojcarbonyil- (9CI) (CA 
INDEX NAME) 



BOzC. 



XI f 



RN 13B834-76-1 CAPLUS 

CN 2-Pyridinecarboxylic acid, 5-(( [ (phenylBethyDsulfonyllaninolcarbonylJ- 
OCI) (CA INDEX NAME) 



II 

0 o 



RN 138834-77-2 CAPLUS 

CN 2-Pyridinecarboxylic acid, 5-[[ (l-naphthalenylsulfonyl)araino]carbanyl]- 
(9CI) (CA INDEX NAME) 
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C02R 




RN 138834-79-3 CAPLUS 

CN 2-Pyridinecarboxy lie acid, 5-{ { (8-quinolinylsuIfonyl) amino] carbonyl] - 
disodium salt (9CI) (CA INDEX NAME) 



NH 

I 
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"\X! 



RN 138834-80-7 CAPLUS 

CN 2-Pyridinecarboxylic acid, 5-[(C(4,5-dibroao-2- 

thienyDsulfonyllanino] carbonyl}-, disodiua salt (9CI) (CA INDEX NAME) 



■Kr- 



RN 138834-81-8 CAPLUS 

CN 2-PycidinecarboicyUc acid, 5-( ( t (4-methoxyphenyl) sulfonylj amino) carbonyl] - 
, nonosodiua salt (9CI) (CA INDEX NAME) 



• Na 



RN 13B834-79-4 CAPLUS 

CN 2-Pyridinecarbosylic acid, S-({{ {5-chloro-2-thienyl)sulfonyl]aminolcarbony 
1]-. disodiua salt (9CI) (CA INDEX NAME) 



RN 138834-82-9 CAPLUS 

CN 2-PyridinecacboxyUc acid, 5-( [ ((4- (4,7-dichloro-2- 

quinoUnyl) phenyl] sulfonyl] ami no] carbonyl]-, disodium salt (9CI) (CA 
INDEX NAME) 
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GI 



CAPLUS COPYRIGHT 2005 ACS on STN 
1990:179928 CAPLUS 
112:178928 

Synthesis of sooe pyrido(2,3-c] [1,2,6] tri»onine 

derivatives 

Soloducho. Jaehriga 

Inst. Org. Phys. Oiem. , Tech. Univ. Vroclav, tfroclw, 
PL-SO-370, Pol. 

•Journal fuer Praktische Chemie (Leipzig) (1989), 
331 O), 503-6 

COOEN: JPCEAO» ISSN: 0021-8383 

Jcxirnal 
English 

CASREACT 112:178928 




AB Treating nicotinic acid derivative I (R - tosyl) with K, folloved by 

treatment 

of the product with Br<CH2)3Br gave 811 pyridotriazonine II (Rl- R3 - 
tosyl. R2 - H) (III). Hydrolysis of III with 481 H2S04 gave II ( R1-R3 - 
H) (IV) . Mannich reaction of IV with formaldehyde and norpholine or 
piperidine gave II ( Rl - R2 - H, R3 • CH2R4I R4 - aorpholino, 
piperidino). Alkylation of IV with ClCH2CH2NEt2 gave II (Rl - R3 - H, R2 
- CH2CH2NEt2). 

IT 109274-64-e 

RL: RCT (Reactant) RACT (Reactant or reagent) 

(sequential netalation and cyclocondensation reaction with 
dibroaopropane, pyridotriazonine derivative from) 

RN 109274-64-8 CAPLUS 

CN Benzenesulfonic acid, 4-methyl-, 2-[3-(([(4-nethylphenyl)sulfonyl]amino]ca 
rbonyl]-2-pyridinyl]hydrazide (9CI) (CA INDEX NAHE) 
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1988:131590 CAPLUS 
108:131590 

Preparation of (phenylsulfonyl) nicotinamide 

derivatives as agricultural fungicides 

Yoshida, Hiroshi; Koike, Kengo; Konishi, Kenji; 

Shimano, Shizuo; Nakagawa, Taizo 

Nippon Xayaku Co., Ltd., Japan 

Jpn. Kokai Tokkyo Koho, 6 pp. 

COOEN: JKXXAF 

Patent 

Japanese 

1 



PATENT HO. 



JP 62181261 
PRIORITY APPLN. INFO. : 



DATE 
19870808 



APPLICATICm HO. 



JP 1986-22999 
JP 1986-22999 



19860206 
19860206 



— C0NHS02 



The title compds. (I; X - H. halo, MeS; Y - H, halo. Me, MeO. CF3, MeS; n 

- 1-3), useful as agricultural fungicides, were prepared A mixture of 

4- NeC6H4S02NH2 and 2-chloronicotinoyl chloride in pyridine was stirred for 
2 h at room temperature to give 48.4% I (X - 2-Cl, Yn - 4-Me) . At 200 ppn. 

- H, Yn - 4-Me) provided 72% protection to rice plants against Pyricularia 
oryzae. A forisulation containing 2 parts I (X ■ B, Yn - 2-Ke) and 98 parts 
clay was prepared 

113S13-61-4P 113513-62-5P 113513-63-6P 
113513t«4-7P 113513-65-69 113S13-66-9P 
113513-67-07 tl3513-68-lP 113513-69-2P 
113S13-70-5P 113513-71-6P 1I3S13-72-7P 
113513-73-SP tl3513-75-OP 113513-76-lP 
113S13-78-3P 113513-79-47 113513-90-77 
113513-81-87 113513-82-97 113513-83-07 

RL: AGR (Agricultural use) > BAC (Biological activity or effector, except 
adverse); BSU (Biological study, unclassified); SPN (Synthetic 
preparation): BIOL (Biological study); PREP (Preparation)! USES (Uses) 

(preparation of, as agricultural fungicide) 
113513-61-4 CAPLUS 

5- Pyridinecarboxamide, N-[ (4-Bethylphenyl)sulfORylI- (9CI) (CA INDEX 
NAHE) 



O 
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m 113513-62-S CAPLUS 

CM 3-PyridinecarbasaBid«, N-( (2-Mthylphenyl}sulfoftyl)- (9CI) (CA INDEX 
KAKE) 



RN 113513-63-6 CAPLUS 

CN 3-Pyridinecarboxau.da, 2-chloro-N-[ («-methylphenyI)sulfonyI]- (9CI) (CA 
INDEX NAME) 




m 113513-64-7 CAPUIS 

CN 3-Pyridinecarboxamid«, 2-chloro-N-[ (2-chlocoph«nyl)sulfonyl]- (9CI) (CA 
INDEX NAME) 



RN 113513-65-B CAPLUS 

CN 3-Pyridinecarboiiaaiide. 2-chloco-N-[ (2-Bethylphenyl) sulfonyll- (9CI) (CA 
INDEX NAME) 




m 113513-66-9 CAPUJS 

CN 3-Pyridinec«rb<naoid«. 2-chloro-N-[ (2-fluoroph«nyl) sulfonyll- (9CI) (CA 
INDEX NAME) 
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RN 113513-67-0 CAPLUS 

CN 3-PycidinecarbOKaaide, 2-chloro-N- (phenylsulfonyl)- (9C1) (CA INDEX NAME) 




O O 



RN 113513-68-1 CAPUIS 

at 3-Pyridin«caciMHcanida, 2-chloro-N-[ (4-fluorqphenyl) sulfonyl] - (9CI) (CA 
INDEX NAME) 




RN 113513-69-2 CAPLUS 

CN 3-PyridinecarbOKaaide, 6-chloro-N-{ (2, 4, 5-trichlorcqjhenyl) sulfonyl] - (9CI ) 
(CA INDEX NAME) 




CI 



RN 113513-70-5 CAPLUS 

CN 3-Pyridinecarboxamide, 6-chloro-N-[ (4-mthoxyp)tanyl) sulfonyl]- (9CI) (CA 
INDEX NAME) 
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RN 113513-71-6 CAPLUS 

CN 3-Pyridlnecarboxanid«. 4 -chloro-N- [ (4-fluorophanyl) sulfonyl]- (9CX) (CA 
INDSC NAME) 




RN 113513-72-7 CAPLUS 

CN 3-Pyridin«carboxaaide, N- (phanylsulf onyl) - (9CI) (CA INDEX NAME) 



O O 
RN 113513-73-0 CAPLUS 

CM 3-PyridiRecarboiianida. N-[ (4-mthylphenyl) sulfonyl) -2- (netKylthio)- (9CI) 
(CA INDEX NAME) 
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RN 113513-76-1 CAPLUS 

CN 3-pyrldinecarboxamide. N-[ (4 -chlorophanyl) sulfonyl]- (9CI) (CA INDEX 
NAME) 



o 

RN 113513-78-3 CAPLUS 

CN 3-Pyridinecarboxafflide, N- ( (4-chloro-2- (trifluoroaethyl) phenyl] sulfonyl] -2- 
(aathylChio) - (9CI) (CA INDEX NAME) 




RN 113513-79-4 CAPLUS 

CN 3-Pyridinecarboxamide, 2- (netbylthio) -N-[ {4- (nethylthio) phenyl] sulfonyl] - 
(9CI) (CA INDEX NAME) 





RN 113513-75-0 CAPLUS 

CN 3-PyridinecarboxaBide, N- [ (4-chloro-2-Rethylphenyl) sulfonyl] - (9CI) (CA 
INDQC NAME) 



RN 113513-80-7 CAPLUS 

CM 3-PyridinecarboxaEiide, 2- (»ethylthio)-N-C[3-(trlfluotOD«thyl)phenyl]3ulfon 
yl]- (9CI) (CA INDEX NAME) 




RN 113513-81-a CAPLUS 

CN 3-Pyridinec4rboMaide. N-{ [4- (RMthylthio) phenyl] sulfonyl] - (9CI) (CA 
INDEX NAME) 
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RN 113513-82-9 CAPLUS 

CM 3-Pyridin*carbosaiiid«. N-((4-chloro-2> (trif luoraoathyl)ph«nyll9ulfoayl}- 
(9CI) (CA INDEX NAME) 
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CAPLUS COPYRIGHT 2005 ACS on STN 
1987:459010 CAPLUS 
107:59010 

S/athesis of sosw pyrido[3.2-g] [1.2. 51 triazoclne 

derivatives 

Soloducho. Jadviga 

Dep. Technol. Drags, Sch. Hed., Vroclav, 50140. Pol. 

Polish Journal of Cheaistry (19S6), 59(10-12). 1115-20 

CODEN: PJCHDQl ISSN: 0137-5083 

Journal 

English 

CASREACT 107:59010 




RM 113513-B3-0 CAPLUS 

CN 3-Pyridinecarbo>aaide. 6-chloro-N-( (4-f luoropheoyDsulfonyl] - (9CI) (CA 
INDSC NAME) 



o 




I 



AB The title coapds. I (R >- H. aorpholinoaeChyl, piperidinoBethyli Rl - H. 

Et2NCH2CH2, 2-hydroxy-3-fflorphoIinopropyl) were prepared starting froo 

2-ch lo r oni coti namide . 
IT 10»27«-6«-eP 

RL: RCT (Reactant) f SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and cyclocondensation of, with dibromoDe thane) 
RN 109274-64-8 CAPLUS 

dl Benzene sulfonic acid, 4-isethyl-, 2-[3-(( [ (4-iaethyIphenyl)sulfonyl)anino]ca 
rbonyl)-2-pyridinyl]hydrazide (9CI) <CA INDEX NAME) 




XT 10M74-70-6P 

RL: RCT (Reactant) ; SPN (Synthetic preparation) i PREP (Preparation) i RACT 
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(Reactant or reagent) 

(prepn. and reaction of, vith dibromoe thane) 
109274-70-6 CAPLUS 

Benzenesulfonic acid, 4-nethyl-, 2-[3-{ [( (4-BethylphenyI)sulfonyl] aminojca 
rbonyl)-2-pyridinyl]hydrazide, owtnopotassiun salt (9CI) (CA INDEX NAME) 



o 

(f^^ — NH-NH-S — fT''^ 

o 
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198 5:24500 CAPLUS 
102:24500 
Sulfoxinines 
Mueller. Erich 

Thofflae, Dr. Karl, G.m.b.H., Fed. Rep. Ger. 
Ger. Offen., 20 pp. Addn to Ger. Offen. 3.129.444. 



TITLE; 

INVENTOR(S): 
PATENT ASSIGNEB(S) 
SOURCE: 





CODEN: 


GWXXBX 








DOCUMENT TYPE: 


Patent 










LANGUAGE: 


Gernan 










FAMILY AOC. NUM. COUNT: 


3 










PATENT INFORMATION: 












PATENT NO. 


KIND 


DATE 


APPLICATION NO. 


DATE 


DB 3246980 


Al 


19840620 


DE 1982-3246980 


19821218 


DE 3129444 


Al 


19830210 


DE 


1981-3129444 


19810725 


OX 8305705 


A 


19840619 


DX 


1983-5705 


19831212 


FX 8304578 


A 


19840619 


FI 


1983-4578 


19831214 


00 216925 


AS 


19850102 


DO 


1983-258010 


19831215 


AT 8304371 


A 


19861215 


AT 


1983-4371 


19831215 


AT 383593 


B 


19870727 








NO 8304648 


A 


19840619 


NO 


1983-4648 


19831216 


HU 32561 


O 


19840828 


HU 


1983-4308 


19831216 


HU 190515 


B 


19860929 








ES 528093 


Al 


19850101 


ES 


1983-528093 


19831216 


CA 1201123 


Al 


19860225 


CA 


1983-443542 


19831216 


PRIORITY APPLN. INFO.: 






DE 


1981-3129444 


19810725 








DE 


1981-3142904 


19811029 








OB 


1982-3246980 


A 19821218 



OTHER SOURCE (S); 
61 



CASREACT 102:24500 




<12/14/2005> 



Sulfoxinines I {Rl - Ph (un) substituted Cl-3 altcyl, (un) substituted Ph. 
C4-7 allcyl, C3-7 cycloallcyl, naphthyl (un) substituted with Cl-3 alkoxy, 
pyridyli X - CH2. CH:CH2Ca2 (un) substituted with 1 or 2 Cl-3 alkyl; Z - 
C2-6 alltylene). useful as antithrodBotics, tuaor metastasis inhibitors, 
and aggregation-inhibiting prostaglandin 12 synthesis promoters (no data), 
were prepared by hydrolysis of II. 3, 4-C12C6H3S (O) (CH2) 4Br reacted with 
2.4.6-ne3C6H2S020NH2 to give 3,4-C12C6H3S(0) (:NH) (CH2)4Br which was 
N-acetylatcd with Ac20 to give 98t 3. 4-C12C6a3S(0) (:NAc) (CH2)4Br. This 
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vas «tberified vith 6-hydroicycarbostyril in Me2SO contg. K2C03 in 17 h to 

give 62.51 cacbostyril eth«r III, hydrolysis of which vith kdh in MeOH 

gav* 89% IV. 

•5740-TO-lP 

RL: RCT (Reactant)f 5PN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and hydrolysis of) 
B5740<70>1 CAPUIS 

2H-IndoI-2-one. S-(4-(S- (3.4-diaethO)typhenyl) -N- (3- 

pyridiRylcarbonyi)sulfoninidoyl)butoicy)--1.3-difaydro-3, 3-dimechyl- (9CI) 
(CA INDEX HAKE) 
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OHe 



0S74O-4S-OP 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(preparation of) 
85740-45-0 CAPLUS 

2 (IH) -QuinoUnone. 6- (4-(S- (3, 4-dichlorc^ihenyl) -N- (3- 
pyridinylcarbonyl)sulfonifflidflyllbutO]fy]*-3,4-dihydro- (9CZ) (OA INDEX 
NAME) 



ACCESSION NUMBER: 
DOCUMENT NUKBER: 
TITLE: 



PATQfT ASSICN£E(S)t 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



PATENT NO. 

EP 71150 
EP 71150 

R: AT, BE 
OE 3129444 
OE 3142904 
AT 14120 
PRIORITY APPLN. INFD. : 



1983:405522 CAPLUS 
99:5522 

Sulfiaines. their salts and pharaaceutical 
coepositions containing then 

Mueller. Erich; Nickl, Josef; Narr, Berthold; Roch, 

Josef; Haamann, tfalter; tfeisenberger. Johannes H. 

ThOBae, Dr. Karl, G.D.b.H., Fed. Rep. G«r. 

Eur. Pat. Af^l., 101 pp. 

CODOl: EPXXDtf 

Patent 

Geraan 

3 



OTHER SOURCE(S) : 



KIND DATE 



Al 19830209 

61 19850703 

Ca. DE. FR, IT, LI, 

Al 19B30210 

Al 19330511 

E 19850715 



CASREACT 99:5522 



-0ZS(0)n(:NR)Rl 



APPLICATION HO. 

EP 1982-106501 

LU, NL. SE 

DE 1981-3129444 
DE 1981-3142904 
AT 1982-106501 
DE 1981-3129444 
DE 1981-3142904 
E? 1982-106501 



19810725 
19811029 
19820719 
19810725 
19811029 
19820719 



ll^^)— C-N=S- (CH2)4-0— I^Xs!!!^ 




0(CH2)4S(0) 



CNH)— B 



Sulfiaines I [R - H, acyl; Rl - (un) substituted alkyl, cycloalkyl, Ph, 
pyridyl, naphthyl; X • (un) substituted CH2, CH2CH2, CHiCH; Z - alkylene; n 

0, 11 were prepared Thus, 6-(4-( (4-broao-3-aethylphenyl)sulfinyl)buto]ty]e 
arbostyril vas dissolved in polyphosphorlc acid and treated vith NaN3 to 
give 541 II. II, at 0.039 )u>ol/L, gave S0% inhibition of cyclic AMP 
phosphodiesterase activity, and 2.5 ng Il/kg orally increased bleeding 
time in nice > 275t. 

BS740-45-0» e5740~62-lP 85740-70*1? 
RL: SPN (Synthetic preparation); PREP (Preparation) 
(preparation of) 
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85740*45-0 CAPLUS 

2 ( IH) -Quinoli none , 6-[4-(S'-(3,4 -di chlorophe nyl ) -N- ( 3- 
pyridinyIcarbonyl)sulfoniBd.doyI]butoxy]-3,4-dihydro- (9CI) (CA INDEX 
NAME) 



\^^^C-N= S-(CH2)<-0— ^^^X,^ 




RN 85740-62- 1 CAPLUS 

CN 2 (IH) -Qui noli none, 6- [4- [S- (3, 4-dinethoxyphenyl) -N- (3- 

pyridinylcarbonyi)sulfoninidoyl]butoxy]-3,4-dihydro- (9CI) (CA INDEX 
NAME) 



\:^^^^C-1i= S- (CH2) 4-0— V^^^^ils^ 



RN 85740-70-1 CAPLUS 

CN 2H-Indol-2-one, 5-t4-(S-(3.4-dinetho*yphenyl>-N-(3- 

pyridinylcarbonyl) sulf oniaidoyl) butoxy] -1, 3-dihydro-3, S-dinethyl- (9CI ) 
(CA INDEX NAME) 



f\j " „ f ry 

U^^^p^C-N— S- (CH2)4-0— l^j^,;! ^Me 
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ACCESSION NUMBER; 



TITLE: 
INVENTOR tS) : 



PATENT ASSIGNEE (S) : 
SOURCE: 

DOCUMBfT TYPE: 
LANGUAGE: 

FAMILY AOC. NUM. OOUNT: 
PATEOT INFORMATIW: 



1983:215493 CAPLUS 
98:215493 

Sulfoximines and their pharaaceutical use 

Mueller. Erich; Nickl, Josef; Narr, Berthold; Roch« 
Josefj Haanaann, Walter; Weisenberger, Johannes 
Maxim li 

Thomae, Dr. Karl, G.n.b.H. , Fed. Rep. Ger. 

Ger. Offen., 56 pp. Addn. to Gar. Offen. 3,142,904. 

CODEN: GVXXBX 

Patent 

German 



PATENT NO. 


RIND 


DATE 


APPLICATION NO. 


DATE 


DE 


3129444 


Al 


19830210 


DE 


1981-3129444 


19810725 


DE 


3142904 


Al 


19830511 


OE 


1981-3142904 


19811029 


NO 


8202255 


A 


19830126 


NO 


1982-2255 


19820630 


US 


4442111 


A 


19840410 


US 


1982-395631 


19820706 


SU 


1158041 


A3 


19850523 


SU 


1982-3463928 


19820716 


EP 


71150 


Al 


19830209 


EP 


1982-106501 


19820719 


EP 


71150 


Bl 


19850703 










R: AT, BE. CH, 


□E. FR. 


, IT. LI, 


Ul. NL, SE 




AT 


14120 


E 


19850715 


AT 


1982-106501 


19820719 


FI 


8202550 


A 


19830126 


FI 


1982-2S50 


19820720 


DO 


202871 


A5 


1983100S 


DO 


1982-241832 


19820721 


PL 


137725 


Bl 


19860731 


PL 


1982-237600 


19820721 


DK 


8203295 


A 


19830126 


DX 


1982-3295 


19820722 


HU 


27628 


0 


19831028 


EU 


1982-2373 


19820722 


UU 


188188 


B 


19860328 








CS 


236488 


B2 


19850515 


CS 


1982-5591 


19820722 


JP 


58024559 


A2 


19830214 


JP 


1982-128814 


19820723 


GB 


2104515 


A 


19B30309 


GB 


1982-21294 


19820723 


GB 


2104515 


B2 


19850605 








ES 


514275 


Al 


19830401 


ES 


1982-514275 


19820723 


AU 


8286378 


Al 


19830414 


AU 


1982-86378 


19820723 


AU 


556082 


B2 


19861023 








ZA 


8205273 


A 


19840328 


ZA 


1982-5273 


19820723 


CA 


1175430 


Al 


19B41002 


CA 


1982-407915 


19820723 


IL 


66384 


Al 


19960131 


IL 


1982-66384 


19820723 


OE 


3246980 


Al 


19840620 


OE 


1982-3246980 


19821218 


ES 


518826 


Al 


19831016 


ES 


1983-518826 


19830107 


ES 


518827 


Al 


19831016 


ES 


1983-518827 


19830107 


ES 


518828 


Al 


19831016 


ES 


1983-518828 


19830107 


US 


4551464 


A 


19851105 


US 


1984-573964 


19840126 


PRIORITY AFPLN. INFO. : 






DE 


1981-3142904 


19811029 










DE 


1981-3129444 


A 19810725 










US 


1982-395631 


Al 19820706 










EP 


1982-106501 


A 19820719 



<12/14/2005> 
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AB Sulfosines I [A » (un) substituted methylene, vinylene, or ethylcnej Q - 
C2'6 alkylene; R - (un) substituted C7-9 aralWyl, etc.; Rl - acyl, 
alkylsulfonyl, arylsulfonyl, etc.] vere prepared (78 in all) by reaction of 
the sulfoxides with NH3 or 2, 4, 6-He3C6H2S03NH2 or acylation of 
sulfoxinines and shovm to be antithroi^wtics. ABK>ng 78 coopds. prepared 
vere II-IV. IV increased the bleeding tine in lalce 2751 1 h after 
adoinaitration at 2.b og./lcg. orally. 

IT eS740-4S-0P 85740-62-1? 85740-70-lP 

RL: BAG (Biological activity or effector, escept adverse); B5U (Biological 
study, unclassified); SFN (Synthetic preparation) ; THU (Therapeutic use) f 
BIOL (Biological study); PREP (Preparation) f USES (Uses) 
(preparation of, as antithroniiotic) 

RN 85740-4S-0 CAPLUS 

ON 2(1H)-Ouinolinone, 6-[4-[S-(3,4-dichloraphenyl) -N-(3- 
pyridinylcarbo^yl)sulfoniBidoyl]butosyI-3,4-dihydro- (9CI) (CA INDEX 
NAME) 
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CI 



RN 85740-62-1 CAPLUS 

CN 2(ia)-QuinoUnone, 6-(4-(S-(3,4-diinethoxyphenyl)-N-(3- 

pyridinylcarbonyl)sulfonioidoyl]butojcyJ-3,4-dihydro- (9CI) (CA INOBJ 
HAKE) 




OHe 



RN 85740-70-1 CAPLUS 

CN 2H-Indol-2-on«, 5-l4-[S-(3,4-diBethoiiyphenyl)-N-(3- 

pyridinylcarbonyl) sulfonimidoyl] butoxy] -1, 3-dihydro-3, 3-diBMthyl- (9CI) 
(CA INDEX NAME) 




CMe 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



AUTHOR(S) : 
CORPORATE SOURCE: 
SOURCE: 



DOCUMENT TYPE: 
LANGUAGE: 
OTHER SOURCE(S) : 



RN 
CN 



CAPLUS COPYRIGHT 2005 ACS on STN 
1975x458608 CAPLUS 
83:58608 

Synthesis and pharmacological properties of some 

N-acylsulfonaraides 
Delarge, J.; Lapiere, C. L. 
Inst. Pharo., Univ. Liege, Liege, Belg. 
Annales Pharmaceutiques Francaises (1974), 32(12), 
657-67 

OODEN: APFRADf ISSN: 0003-4509 
Journal 

French 

CASREACT 83:58608 
For diagram(s), see printed CA Issue. 

Pyridinesulfonaiaides I (R - 3-CF3C6H4, 2-CF3C6H4, 3-C1C6H4, 4-CiC6H4, 
2,3-Me{Cl)C4H3, 3-02NC6H4, 4-02NC6H4, 2,3-C12C6H3, 2,4-C12C6H3, 
2,5-C12C6H3, 2,6-C12C6H3, 3,4-Cl2C6H3, 3,5-Cl2C6H3» Rl - H, CHO, Ac, CXIEt, 
COPr, Bz, nicotinoyl, 2-thenoyl) (39 compds.) were prepared by aioinating 
chloropyridinesulfonamides or anilinopyridinesulfonic acids, or acylating 
anilinopyridinesulfonaoides. II (R2 " H, Me, Et, Ph) (10 compds.) were 
obtained as by products. Some I and II showed diuretic activity 
comparable that of furoseraide and antiinflammatory activity coofiarable to 
that of common antiinflammatory agents. 
56l75-e»-4P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(preparation and antiinflammatory and diuretic activity of) 
56175-89-4 CAPLUS 

3-Pyridinecarboxamide, N-[ [4-[ [3-(tri£luoramethyl)phenyl] amino] -3- 
pyridinyl]sulfonyl]- (9CI) (CA INDEX NAME) 
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ACCESSION NUMBER: 
DOCUMEWr NUMBER: 
TITLE: 

INVENTOR(S) : 
PATENT ASSIGNEE(S) : 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



1974:3511 CAPLUS 
80:3511 

Derivatives of penaa-S-earboxylic acids and 

cephem-4-carboxylic acids 

Fechtig, Bruno; Kocsis, Xaroly; Bicleel. Hans 

Ciba-Geigy A, -G. 

Oer. Of fen., 78 pp. 

OODEN: GVXXBX 

Patent 

German 



PATENT NO. 


KIND 


DATE 


APPLICATION NO. 




DATE 


DE 


2312330 


Al 


19731004 


OE 


1973-2312330 




19730313 


CH 


560705 


A 


19750415 


CR 


1972-4251 




19720322 


ZA 


7301905 


A 


19731219 


ZA 


1973-1905 




19730319 


DD 


105617 


C 


19740S12 


00 


1973-169591 




19730320 


AU 


7353499 


Al 


19740926 


AU 


1973-53499 




19730320 


ES 


4126 3B 


Al 


19760S16 


ES 


1973-412838 




19730320 


CA 


1049501 


Al 


19790227 


CA 


1973-166491 




19730320 


BE 


79708 4 


Al 


19730921 


BE 


1973-129044 




19730321 


FR 


2181839 


Al 


19731207 


FR 


1973-10084 




19730321 


AT 


7302519 


A 


19750115 


AT 


1973-2519 




19730321 


AT 


32S765 


B 


19751110 










AT 


7408632 


A 


19750315 


AT 


1974-8632 




19730321 


HU 


169031 


P 


19760928 


HU 


1973-CI1355 




19730321 


US 


3996208 


A 


19761207 


US 


1973-344020 




19730321 


NL 


7304036 


A 


19730925 


NL 


1973-4036 




19730322 


JP 


4900S988 


A2 


19740119 


JP 


1973-34000 




19730322 


6B 


1423386 


A 


19760204 


GB 


1973-13848 




19730322 


SE 


7602730 


A 


19760227 


SE 


1976-2730 




19760227 


MTY APPLN. INFO. : 






CB 


1972-4251 


A 


19720322 










CH 


1972-12919 


A 


19720901 










CB 


1972-1B530 


A 


19721220 



For diagram(s), see printed CA Issue. 

The N-sulfamylampicillins I (R • allcyl, aryl, substituted amino, 
N-heterocyclic) (48 cospds.) were prepared by treating a trimethylsilylated 
ampicilUn with RC0NHS02C1. The RO0NHSO2C1 were obtained by treating 
RC02H with C1S02NCO. Some related cephalosporins (3 compds.) vere 
similarly prepared Tbus, nicotinoylsulf asyl chloride, prepared fay treating 
nicotinic acid irith C1S02NC0, vas treated *rith triaetliylsilyl 
N-trimethylsilyl-6-D-a-phenylglycylaminopenicillanate to give X (R • 
3-pyridyl) . 

508ai-20-4P 50881-21-5P 50881-59-9r 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation)! RACT 
(Reactant or reagent) 

(preparation and reaction of. with anpicillin derivative) 
S0881-20-4 CAPLUS 

2-Pyridinecarbosylic acid, 3-{ [ (chlorosulfonyX)amifK>]carboiiyl) methyl 
ester (9CI) (CA INDEX NAME) 



<12/14/2005> 
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C-KH-S-Cl 
II II 



m S0881-21>S CAPLUS 

CN Sulfaaoyl chloride, [ (1.6-dihydro-6-OKo-3-pyridinyl)carbonylI - (9CI) (CA 
INDEX NAME) 



M S088l-59>9 CAPLUS 

CN Sulfaaoyl chloride, ( (2-chloro-3-|iyridinyl)carbonyl] - (9CI> (CA XNDSC 
NAME) 
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H He 



C02B 



RN 50B81-62<-4 CAPLUS 

CN 4-Thi«-l-azabicyclo[3.2.0)heptane-2-carboxylic acid, 6- [{[([( {1,6-dihydro- 
6-o>o-3-pyridinyl) carbonyl] aoino] sulf onyl] aoino) phenylacecyl) anino] -3* 3- 
diBethyl-7-oxo-, (2S-(2tt,Si>.6p(S«)]l- (9CI) (CA INDEX 
NAME) 

Absolute stereochesdstry. 




C-NH-S-d 



RN 50882-05*8 CAPLUS 

CN 4-Thia-l-azabicyclo(3.2.0Jheptane-2-carboxylic acid. 6- [[[[([ (2-chloro-3- 
pyridinyl) carbonyl] aaino] sulf onyl] aaino) phenylacetyl] afflino] -3, 3-diBethyl-7- 
OXO-. (2S-[2a.&a,6p(SM))- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



IT 508Sl-«l-3P 50eei-82-4P S0882-05-8P 
51032-2S-9P 51032-2e-lP 

RL: SFN (Synthetic preparation)! PREP (Preparation) 
(preparation of) 
RN 50881-61-3 CAPLUS 

CN 4-Thia-l-azabicyclo[3.2.0)heptane-2-carbojrylic acid. 6-(([((t(2- 

(raethoxycarbonyl) -3-pyridinyl} carbonyl] aiaino] sulf onyl] amino] phenylacetyl) • 
mino]-3,3-diBethyl-7-oxo-, [2S-{2a,5ci,6p<SM]]- (9CI) 
(CA INDEX NAME) 

Absolute stereochenistry. 



O o 



H H He 



C02H 

RN 51032-26-9 CAPLUS 

CN 4-Thia-l-azabicyclo[3.2.01heptane-2-carboicylic acid, 3,3-dinethyl-7-oxo-6- 
{ [phenyl! [ [ (3-pyridinyIcarbonyl) amino] sulfonyl] amino] acetyl) aaino) 
[25-[2at,5a,6P(S'))]- (9CI) (CA INDEX NAME) 

Absolute stereochenistry. 
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O 0 P> 

1 H H Me 

O '002H 
RN 51032-2B-1 CAPLUS 

CN 5-Thia-l-azabicyclo(4.2.0)oct-2-ene-2-carboxylic acid, 

3- [ ( ace cyloxy) methyl] - S-oxo~ 7- ( (phenyl [ [ ( (3-pyridinylcarbonyl) aaino] sulfon 

yl] amino) acetyl] amino]-, [6R-[6a, 73(R' ) ] ) - (9CI) (CA INDQC 

NAME) 

Absolute stereochemistry. 
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DOCUMENT NUMBER: 
TITLE: 

INVENTOR (S): 
PATENT ASSIGNEE (S): 
SOURCE.' 

DOCUMENT TYPE: 



FAMILY ACC. HUM. COUNT: 
PATENT INFORMATION: 



PATENT NO. 



1973:58095 CAPLUS 
78:58095 

N-Aroylsulfonanides 

Hoore, George G. l.i Conway, Alvin C. 

Minnesota Mining and Manufacturing Co. 

U.S., 4 pp. 

CODEN: USXXAH 

Patent 

EngUsh 



KIND DATE 



APPLICATION NO. 



DATE 



19721205 



US 1969-816038 
US 1969-816038 



19690414 
19690414 



US 370S185 
PRIORITY APPLN. INFO.: 
GI For di8gram(s), see printed CA Issue. 

AB Twenty-three trif luoronethanesulf onamides most of then of structure I (R « 
F, CI, Ui Rl - N02, CF3, halo. Hi R2 - N02, CI, F, CN. H) or their salts, 
useful anticonvulsants, were prepared by treating F3CS02NH2 and Na2O03 (or 
Et3N) in Me2CO with the appropriate aroyl halide. 

IT 39083-09-7P 

RL: SPN (Synthetic preparation)! PREP (Preparation) 
(preparation of) 

RN 39063-09-7 CAPUJS 

CN 3-Pyridlnecarbaxaaide, N-{ (trif luoronwthyl) sulfonyl] -, sodium salt (9CI) 
(CA INDEX NAME) 



a. 



-NH-S-CF3 



<12/14/2005> 
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DOCUHEKT NUMBER: 
TITLE: 

IIIVB*TOR(S): 
PATENT ASSICNEEO) : 
SOURCE: 

DOCUHSfT TYPE: 



FAMILY ACC. NUM. COUWr: 
PATENT XNTOMfATION: 



PATENT NO. 



1971:405734 CAPLUS 
75:5734 

Quaternary 3-pyridiniun-2-quinolone9 

Bell, Stanley C. 

Aoerlcan Horn* Products Corp. 

U.S., 4 pp. 

CODEM: USXXAM 

Patent 

English 

1 



KIND DATE 



APPLICATION NO. 



DATE 



US 196B-721095 

US 196B-721095 



19680412 
19680412 



US 3574216 A 19710406 

PRIORITY APPLN. INFO. : 

GI For diagrara(s) , see printed CA Issue. 
AB Title cwspds., vith depressant activity, were prepared Thus, 

4 ' -chloro-2* - (2-chloro-5-sulfaiaoylbenzoyl) -2-iodoacetanilide, 

N-(p-tolylsulfonyl)nicotioaaids and Me200 is refluxcd for 24 hr and coolsd 

to give I . 
IT 32532-10-ep 32532'>12H>P 

RL: SPN (Synthetic preparation): PREP (Preparation) 
(preparation of| 
RN 32S32-10-e CAPUJS 

CN PyridiniuB, l-( [(4-^loro-2- (2-chIoro-S-3ulfaBoylbenzoyl) phenyl] carbamoyl] 
aettiyl] -3-J l-hydro»y-H- (p-tolylsulfonyl) forainidoyl] hydroside, inner 
salt (SCI) (CA INDEX HAKE) 



9 




CH2-C- NH — 
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RN 32532-12-0 CAPLUS 

CN PyridiniuB, l-[6-chloro-4-(2-chloro-5-sulfaBoylphenyI)-l,2-dihydro<2-oito-3- 
quinolyl] -3- [l-hydroxy-N- (p-tolylsulfonyl) f oraimidoyl] hydroside, inner 
salt (SCI) (CA INDSC NAME) 




L4 ANSWER 49 OF 71 CAPUJS COPYRIGHT 2005 ACS on STN 



ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



INVENTOR (S) : 
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PATENT INFORMATION: 



1971:3525 CAPLUS 
74:3525 

Central nervous systen depressant, 
1 - subs t i tu ted- 3' { 1 - hydroxy-N- 
tarylsulfonyl) £ormimidoyl]pyridines and derivatives 
Bell, Stanley Charles 
AN HOME 
U.S., 3 pp. 
OODEN: USXXAM 
Patent 
English 



PATENT HO. 



KIND DATE 



APPLICATICM NO. 



DATE 



US 3534049 A 19701013 US 1968-721067 19680412 

PRIORITY APPLN. INFO. : US 196B-721067 A 19680412 

GI For diagramCs), see printed CA Issue. 

AB The title compds. (I, R - b-AcOC6H4COCH2) (II) and (I, R - lover alkyl) 
(111) and the 1, 2,5, 6-tetrahydropyridinium (IV) and pipecidiniun (V) 
analogs of III, together vith the inner salts and anion salts of I are 
prepared from N- (p-tolylsulfonyl) nicotinaiaide (VI). Thus, VI, and Mel vas 
refluxed 18 hr in Ke2CO and cooled to give III (R - Me, X - I), which vas 
suspended in H20 and neutralized tfith Na2C03 to give the inner salt of III 
(R - Me) (VII). VII was stirred 1 hr with aqueous NaBH4, and the mixture 
adjusted to pH 6 to give IV (R - He), which was hydrogenated in H20 over 
10% Pd/C to yield V (R - He). VI and n- (BcCH2C0) C6B40AC refluxed 2 hr in 
Me2cO gave II (X - Br). The coapds. together with the inner salts and 
anion salts have central nervous system depressant and bconchodilator 
activities. 

IT a»»56-X»-2P 299M-20-5P 2995S-23-8P 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(preparation of) 

RN 29956-19-2 CAPLUS 

CN Pyridiniua, 3- (1-hydroxy-N- (p-tolylsulfonyl) forninidoyl] -1-aethyl-, 
hydroxide, inner salt (SCI) (CA INDEX NAME) 
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RN 29956-23-8 CAPLUS 

CN Pyridiniua, 1- (m-hydroxyphenacyl) -3-(l-hydroxy-N- (p- 

tolylsulfonyDforniaidoyl]-, bromide, 1-acetate (ester) (8CI) (CA INDEX 



RN 29956-20-5 CAPLUS 

CN Pyridiniua, l-aethyl-3-[ (p-tolylsulfonyl) carbaaoyl] iodide (SCI) (CA 
INDEX NAME) 
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ACCESSION KUHBER: 
OOCUKEHT NUMBER: 
ORIGINAL REFEROfCS NO. 
TITLE: 



CAPLUS COPYRIGHT 200S ACS on STN 
1963:485192 CAPLUS 
59:85182 
: 59:15829d-e 

Metabolic oodlfications induced by diuretic treacceat 
and urinary eliEiination of soae vitaoins of the B 
cot^ltx 

Angarano, D. * Marano, R.i Salvia, F. Da 
Univ. Bari, Italy 

Acta Vitaninologica (1963), 17(2), 49-53 
COOEN: ACVIA9f ISSN: 0001-7248 

Journal 
Italian 

Not only the desired effect of diuresis was obtained in 20 patients vhen 
using thiazide compds., but also elioination of vitaains Bl and B2 and 
nicotinic acid in the urine of these subjects. Urine values were det#rainad 
photoaetrically and ranged f roa 400 to 900 y vitarain Bl elitunated 
in 24 hrs., 400 to 1120 y vitaain B2 in 24 hrs.. and 6.0 to 10 ng. 
of nicotinic acid in 24 hrs. 

B56302-24-4, 2H-1, 2, 4-Benzothiadiazine-7-suIfonamide, 6-chloro-, 
1,1-dioxide, nicotinic acid 

(riboflavine and thiaaina in urine after adainiat ration of) 
BS6302-24-4 CAPLUS 

2H-l,2,4-BenKothiadia£ine-7-3ulfonaDida, 6-chloro-. 1.1-dioxide, nicotinic 
acid (7CI) (CA INDEX HAKE) 



AUTHOR (S): 
CORPORATE SOURCE: 

SOURCE: 

DOCUMENT TYPE: 
LANGUAGE; 
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TITLE: 
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CAPLUS COPYRIGHT 2005 ACS on STN 
1953:62026 CAPLUS 
47:62026 
47;10549e-f 
Acylated sulfonaaidaa 
Badische Anilin- & Soda-Fabrik (I. G. 
Akt.-Ges. "In Auflosung") 
Patent 
Unavai labia 



Parbanindustrie 



FAMILY ACC. NUM 
PATENT INFORMATION: 



PATENT NO. 



KIND DATE 



APPLICATION NO. 



GB 692651 19530610 GB 

See Ger. 930,507 (C.A. 47, 6982g) . 
113513-61-4, Nicotinaaide. N-p-toiylsulfonyl- 

(preparation of) 
113513-61-4 CAPLUS 

3-Pyridinecarboxaaida, N-( (4-eethylphenyl)aulfonyl)- 
NMfE) 



(9CI) (CA INDEX 
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PATENT NO. 



CAPLUS COPYRIGHT 2005 ACS on STN 
1953:62025 CAPLUS 
47:62025 
47:10S49e 

Reaoval of impurities from 1, 4-dicyano-2-butane 
E. I. IkJ Pont de Nenours fi Co. 
Patent 
Unavailable 



KIND DATE 



APPLICATION NO. 



GB 692827 19530617 GB 

See U.S. 2.557.258 (C.A. 46, 1582i). 
113513-61-4, Nicotinamide. N-p-tOlylSulfoiiyl- 

(preparation of) 
113513-61-4 CAPLUS 

3-Pyridinecarboicaraide, N-{ (4-Bethylph«nyl)sulfonyl] - (9CI) 
NAME) 
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1953:62024 CAPLUS 
47:62024 
47:lOS49d-« 

P,yOlefinic ethera of halohydrins 

Morris, Rupert C.i Van Viitkle, John L. 

Shell Developaent Co. 

Patent 

Unavailable 

1 



PATENT NO. 



KIND DATE 



APPLICATION NO. 



DATE 



US 2608SB7 195 20826 US 

Equioolar proportions of CH2:-€BCH2C1 and epichlorohydrin at 

I30-2S0* in the presence of a cuprous catalyst ^ive high yields of 

CH2CICH(0CH2CII:CH2)CH2C1. It is essential that the reaction be conducted 

in a vessel, the inner surface of vhich is devoid of ferroaa^netic ferrous 

alloys having a oicrostructure other than auscenitic. Cf. preceding 

abstract 

XU513-41-4, Nicotinaaide, N-p-tolylsulfonyl- 

Ipreparation of) 
113513-61-4 CAPLUS 

3-PyridinecarbasaBide, N-( (4-Bethylphcnyl>sulfonyl] - (9CI) (CA INDEX 
NAME) 
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ACCESSKW NUMBER: 
DOCUMENT NUMBER: 
ORIGINAL REFERENCE NO.: 
TITLE: 
INVENTOR (S) : 
PATDIT ASSIGNEE (SI : 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INPORHATKMi 



1953:41393 CAPLUS 
47:41393 

47: 6982f-i, 6983a 

Acylated sulfonaaides 

Krzikalla, Hansi Plankenhorn. Ervin 

Badische Anilin- & Soda-Fabrik CI. G. Farbenindustrie 

Akt.-Ges. "In Auflosung*) 

Patent 

Unavailable 



PATEITT NO. 



KIND DATE 



APPLICATION NO. 



DATE 



DE 830507 19520204 OE 

AB Treating carbosylic acids vlth sulfonyl isocyanates at elevated tenpa. 
(100-200*) and possibly in the presence of a higher-boiling inert 
diluent gives, corresponding to RC02H * 0CNS02R' •* RCONH-S02R' * 
002, N'Acyl3ulfonasu.des useful as textile auxiliary agents or 
interoediates in the aanufacture of dyes and pharaaceutacals. Heating 

glacial 

AcOH 6 and p-MeC6B4SO2NC0 (I) 20 at 130* until the gas evolution 

has ceased gives H-acetyl-p-toluenesulfonamde 15 parts by weight, a. 

138* (froa EtOH), acid nuid>er 260. Replacing I by an alkylsulfonyl 

isocyanate (prepared from an alkanesulfonylchloride froa the 

sulfochlori nation of a liquid paraffin hydrocarbon oixture with CI and S02> 

gives an oily N-acecylalkanesulfonaoide. Sioilarly are prepared: 

N-benzoyl-p-toluenesulfonamide, o. 146* (frora EtOH) , acid number 197 

(calculated 203), froa I and BzOHi N-benzoylbenzcncsulfonaaide. a. 

146* f N-phenylacecyl-p-toluenesulfonaaide, a. 14B-9*, acid 

ouinber 191 (calculated 193). froa I and PhCB2C02Hi N-acearoyl>p- 

toluenesulfonaaide. a. 78* (froa EtOH). acid number 132 (calculated 128), 

froa I and stearic acidi N-oleoyl-p-toluenesulfonaaide, a. 59* 

(froa glacial AcOH), acid number 131 (calculated 129), froa I and oleic 

acid; 

N,N' -bis (p-toluenesulfonyl) adipamide, o. 229* (froa BuOH) , acid number 
24 3 (calculated 248), froa I and adipic acid; N-(p- 
toluene sulfonyl) nicotinamide, a. 222* (froaMeCH), acid nuaber 209 
(calculated 203) from I and nicotinic acid; 
(p-toluenesulfonyl)abietinaBide, 

acid nuaber 123, froa I and abietic acid. 
IT I13513-0X-4. Nicotinaaide. N-p-tolylsulfonyl- 

(preparation of) 
RM 113513-61-4 CAPLUS 

CN 3-Pyridinacarboxaiaide. N-[ (4-Bethylphenyl) sulfonyl] - (9CI) (CA INDEX 
NAME) 
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TITLE: 



CAPLUS COPYRIGHT 2005 ACS on STN 
1949:13134 CAPLUS 
43:13134 
: 43:2597d-i 

Sulfanilamides. XIII. Reaction vith dicarboxylic acids 
-Nl- and N4-acyl and heterocyclic derivatives 
Jain, B. C.» Iyer, B. H.i Guha, P. C. 
J. Indian Chea. Soc. (1947), 24, 173-6 
Journal 
Unavailable 
see printed CA Issue. 



AUTI«)R(S) : 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

GI For diagraa(s) 

AB cf . CA. 42. 6766h. AcNHC6H4S02NHK with the appropriate acid chloride 

gave the folloving coapds. (o.ps. given) where R - 4-AcNHC6R4S02 and R' - 
4-NH2C6H4S02: Et02CCH2C0NHR 159*» CO.CH2.CH2 . CO. NR (I) 259*> 
H02C(CH2)2CONHR (II) 195*; H02C(CH2) 3C0NHR 255* (deconposi tion) ; 
H02C(CR2)3CONHR* 187*; H02C(CH2) 4G0NHR 260* (decoaposition) ; 
E102C(CH2)4CONRR' 170'; B02C(CH2| 7C0NHR 245*; R02C(CH2)8COMHR 
250* (decoaposltion) ; C6B4(C0)2NR (IV) 295*; 2-I102CC6H4CONHR (V) 
304*; 2-B020C6H4O0NHR' 335*; H02COCH.CHC.CO0NHR 230* 

(decoapoaitlon) 1 RNHCOC:CH.CR:CH.N:OCONHR 308*. I and IV vere converted 
into II and V with cold dilute alkaUne CICO (CH2) nCOCl (where n - 7 or 8) 

and 

4-NH2C6H4S02NH2 (VI) giving N4. N4 ' -heptaaethylenedisulf anilamide, ra. 
251* (decon^Msition) , and N4, N4 ' -octamethylenedisulf anilamide, a. 
238* (decoaposltion). VI (5.1 g.), 2 g. chelidonic acid, and 25 aL. H20 
reflused 2 h., concentrated to 0.5 voluae, filtered to remove unchanged Vl, 
concentrated 

to a sirup, and treated vith ale. gave 3.1 g. of 1- (4-sulfaraylphenyl) -4- (4- 
aainophenylsulfoniaido)cheLidamic acid (VII), a. 165*. as the 
sesquihydrate. VII (1 g.) decarboxylated by heating 10 ain. at 
100* and 45 ain. at 160* gave 0.6 g. 1- <4-sulf amylphenyl) - 
4-(4-aBinophenylsulfoniBido)-l,4-dihydropyridine, a. 210*. Di-Et 

1.4- difaydrocollidine-3,5-dicarboxylate (4.2 g.) heated 1 h. at 135* 

vith 4-AeKRC6H4S02Cl (Vltl) gave 6.4 g. l-8ulfanilyl-l,4-dihydrocollidlne- 

3.5- dicarboxylic acid. a. 300* (decoaposltion). VIII (2.5 g.). 2 g. 
chelidamlc acid, and 15 mL. CSH5N, refluxed 2 h. gave 3.2 g. 

1- (N-acetylsulfanilyl)cheiidamic acid, a. 227*. vhich on hydrolysis 
gave 1-sulf a nilyl chelidamlc acid. n. 255* (decoepoaition) . 

IT aS77S»-72-», Quinolinaaide, N. N' -bis (N-acetylsulf ani lyl) - 
(preparation of) 

RN 857759-72-9 CAPLUS 

CN Quinolinaaide, N,N* -bis (N-acetylsulf ani lyl)- (5CI) (CA INDEX NAME) 
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ACCESSION NIWBER; 
tXXnjMENT NUMBER: 
ORIGINAL REFERENCE NO. : 
TITLE: 

PATEOT ASSIGNEE(S): 
DOCUNDIT TYPE: 
LANGUAGE: 

FAMILY ACC. HUH. COUKT: 
PATENT INFOflKATION: 

PATENT KO. 



1948:32159 CAPLUS 
42:321S9 

42:6B51h-i.6a52a-c 

N-Acyl~p~aminobenzene9ulfonamide9 

J.. A. Geigy, A.-G. 

Patent 

Unavai labia 

1 



KIND DATE 



APPLICATION NO. 



DATE 



GB 598472 19480219 GB 

AB Products having greater effect! veneaa against infective agents and low 

toxicity are prepared by causing a p-aminobenzenesulfonaaide to react with 
carbonyl halide containing a heterocyclic residue or by condensing a 
heterocyclic acid aside vith p-02NC€H4SO2Cl. followed by reduction of the 
nitro group. Thus. 02NC6B4S02NHHa (I) 44.8 suspended in PhN02 ISO is 
gradually nixed with 3. S-diiMthyl-4-isoicazolecarbonyl chloride 31.9 parts, 
the mixture heated at 50-60* 4 h., and the product (IZ) dissolved in 
2 N Na2003 solution, filtered froa unchanged I, precipitated with 2 N HCl. 

and 

recrystd. froa EtOB. In an Fe reducing Icier. Fe chips 68, saturated NaCl 
solution 400, B20 400. and 301 HCl 72 parts are thoroughly stirred togethe 
for 15 Bin. at 98*. While oaintaining this tenperature. 
N-(p-oitrophenylsulfonyl)-3. &'^Bethyl-4-isoxazolecarboxaDide (II) 65 
parts is introduced in saall portions and the reaction is coaplete in 1 h. 
The solution is aade alkaline with 2 N NaOB. filtered froa the sludge, the 
filtrate is acidified with 301 HCl. and the precipitated N-(p- 
aainophenylsulfonyl) acid (III) filtered with suction and purified by 
dissolving in 2 N Na2C03 solution, precipitating with 2 N BCl, and 

crystallizing froa EtOH. 

By using appropriate acids, the following coapds. are prepared: 
N- (4-aainophenylsulfonyl)~2,6-dioethyl-4-chloro-3-pyridinecarboxaraide^ 
N- M-semicarbazidophenyisulfonyl) -2, 6-diBiethyl-4-chloro-3- 
pyridinecarbox amide; the Na salt of N~{p- (sulfoaAthylaaino)phenylsulfonyl] 
4-chloro-2, 6-dinethyl-3-pyridinecarboxamide; N- (4-aainophenylsulfonyl) -l- 
ethyl-2(lH) -pyridone-6-carboxaraide; N- (4-aminophenylsulfonyl)-2, 4- 
dioethylcouaalaaide* N- (4-nitrophenylsulfonyl) >5-aethyl-4- 
pyriBidinecarbosaaide> N- (4-aain^henylsulf onyl) -2, 6-diBethyl>4-ethoxy-3- 
pyridiaecarba1faaidet N- (4-aninophenylsulfonyl) -2.6-diBetfayl-4- 
(aethylaercapto) -3-pyridinecarboxanidef N- (4'nitrophenylsulf onyl) -5-tert- 
butylfuramide. a. 212' and its 4-anino analog, a. 239*, 
obtained by Fe ♦ HCl reduction Cf. C.A. 41, 2440a; 42, 219b. 

IT 94S718-25-4, Nicotinamide, 4-chiorQ-2, 6-dioethyl-N-sulf anilyl- 
645745-75-7, Nicotinamide, 2,6-diBethyl-4- (aethylthio) -N- 
sulfanilyl- 845752-16-3, Nicotinaaide, 4-ethoKy-2. 6-diBethyl-N- 
sulfanilyl- B45752-30-9, Nicotinaaide. l-cthyl-1.6-dihydro-6-oxo- 
N-sulfanilyl- 845»C0«B9-«. Nicotinamide. 4<chloro-2.6-dieethyl-N- 
(N-sulfoaethylsulfanilyl)-. sodium salt 045960-92-1, 
Nicotinamide, 4-chloro>2. 6-dimethyi-N- (N-ureidosulfanilyl) - 
658480-20-3. Seaicarbazide, l-(p-( (4•chlo^o-^.6- 
di.methylnicotinoyl) sulf aaoyl}phenyl) - 
(preparation of) 

m 845718-25-4 CAPLUS 
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CN Nicotinaaide. 4-chloro-2,6-diaethyl-N-sulfanilyl- (5CI) (CA INDEX NAME) 




RN B4S745-75-7 CAPLUS 

CN Nicotinamide. 2.6-diaethyl-4-(aethylthio)-N-sulfanilyl- (SCI) (CA INDEX 
NAME) 




RN 845752-18-3 CAPLUS 

CN Nicotinaaide, 4-ethoxy-2,6-diaethyl-N-sulfanilyl- (SCI) (CA INDEX NAME) 




RN 845752-30-9 CAPLUS 

CN Nicotinaaide. l-ethyl-1.6-dihydro-6-oxo-N-sulfanilyl- (SCI) (CA INDEX 
NAME) 



0 0^" 



nt 845960-89-6 CAPLUS 

CN Nicotinaaide, 4-chloro-2.6-diBathyI-N- (N-sulfoMthylsulfanilyl) -. sodiua 
salt (SCI) (C% INDEX NAHE) 
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• Na 

RN 84S960-92-1 CAPLUS 

CN Nicotinaaide, 4-chloro-2. 6-diBethyl-N- (N-ureidosulfanilyl)- (SCI) (CA 
INDEX NAME) 



l-C-MH CI I 



RN 858480-20-3 CAPLUS 

CN Seaicarbazide, l-[p-( (4-chloro-2.6-diBethylnicotinayl)sulfaBoyl] phenyl) - 
(SCI) (CA INDEX NAME) 
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1948:29905 CAPLUS 
42:2990S 
: 42:6379d-h 

Acylmilfonaaldes 
J. R. G«i9y A.-G. 
Patent 
Unavailable 
1 
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GB S9B536 194B0220 GB 

AB Cooqpds. of the general forsula R2R1CNS02R( vhtre Rl is aliphatic, aroaatic, 
aralkyl. cycloallcyl. or heterocyclic, R is a substituted or unsi;bstituted 
residue, and R2 is a substituted or unsubstituted amino or iaido ester 
group, can be easily hydrolyzed to the corresponding acylsulfonaaide of 
foriaula R1CONHS02R. TKus, p-MeC (NH2) : NS02C6B4N02 (I) 10 and 3.51 HCl 100 
partis are stirred at 90-100* 4 h. After cooling, the duiss is aade 
alkaline with KaOH, filtered, and acidulated, giving N-acetyl-4- 
nicrobenzenesulfonaoide, a. 194*. Froo the corresponding amidines* 
the following cospds. were obtained by similar procedure: 
Nl-Acyl-p-nitrobenzenesulfonaiaides: isovaleryl, d. 144-5* i 
(p,P-diaethylacrylyl), ra. 155* i (3. 4-diisethylbenzoyi) , n. 
192*; (3,4-diB>ethylhydrocinnaaoyl) . d. 85-6*; 1-n^hthoyl, 
B. 198-200*: 2-furoyl, ra. 208-10*. Nl-Acylsulfanilanides: 
isovaleryl, n. 130*; butyryl, a, 126'; isc^tyryl, a. 
199'; O. p-diiaethylacryiyl), a. 184-S*i 
(a,p,^trifflethylacrylyl) , d. 181-2* j 
(a-pr<vioiiyproprionyl) , o. 140* < (o-propoxyisobutyryl) , 
B. 135-6*1 (p. p-dinethylacrylyl) , n. ISS'i 
(4-Bethylbenzoyl) , n. 178-9*j (4-ethylbenzoyl) , a. 162-3*t 
(4-propylbenzoyl) , a. 162*, (4- (ethylaercapto) benzoyl] , a. 
185*1 (3,4-diaethylbenzoyl) , a. 222*; (3-propyl-4- 
methoicybenzayl) , a. 213*; (3-allyl-4-raethoirybenzoyl) , a. 
202-3*; 1-cyclopentenoyl, n. 202'; (1-cyclohexenylacetyl) , 
a. 176-7*; (3, 4-fliBethylhydrocinnaBoyl) , a. 75-8*; 
(4'eethylcinnaaayl) , n. 209-10*; (4-Bethoxy-p- 
aethylcinnaaoyl) , a. 182-4*; hydrocinnaaoyl, a. 160-1*; 

1- naphthoyl, a. 206-7"; (4-aethyl-l-naphthoyl) , a. 222*; 

2- naphthoyl, a. 205*; (l-Dethoxy-2-naphthoyl) , a. 230* i 
(l-isethyl-2-indenyIcarbonyl) , a. 233* (decooposition) « 2-furoyl, a. 
188-9*? nicotinyl, o. 256-7*. Benzenesulf onaaides: 
N-(4-chlorob«n2oyl)-4-Me, m. 195*; N- (3, 4-diBethylbenzoyl) , a. 
140'; N-l-naphthoyi-2,3. 5,6-tetraaethyl. a. 220*; 

N-proprionyl-3,4-dichloro, a. 126*; N-stearoyl-3, 4-dichloro. Other 
coepds. formed are: N-l*naphthoyl>2-naphthalenesulfonafflide, 
C10H7a»IHSO2C10H7t N- (4-Bethylbenzoyl) -1-naphthalenesulf onaaide, 
HeC6H4COHHS02C10H7, a. 196*; and N-(3.4-diBethylbenzayl)-2- 
naphthalenesu fonaaide, 3, 4-He2C6H3C0NHSO2C10H7 a. 210*. Cf. C.A. 
41, 2440g. 

IT SOOS-34-1, Nicotinamide, N-9ulfanilyl- 

(preparation of) 
RH 6005-34-1 CAPLUS 

CM Nicotinamide. N-sulfanilyl- (SCI) (CA INDEX HAHE) 
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AB Hydrolysis of N' -sulfanilylaaidines is a practical aethod of preparing acyl 
sulfanilamides. N-Sulf anilylisovaleraaide, a. 130* (froa dilute 
Me(»I), is obtained by hydrolysis of 10 parts N'-sulfanilylisovaleraaidine, 
a. 118-20*, with 10 parts of 3.5% HCl at 90-100* 2 hrs., 
followed by neutralization with Na2C03 and acidification with MXH. 
Similarly N-sulfanilyl derivs. of the following aaides were prepared: 
butyraaide, a. 126* (aaidine, a. 70-2*); isobutyramide, a. 
199*; P,p-dimethylacrylaaide, a. 184-5* (aaidine 
a. 128-9*); 4-aethylbenzaaide (I), a. 178-9* (cf. preceding 
abstract, a. 144') (aaidine, a. 236'); 4-ethylbenzaaide (II). 
a. 162-3'; 4-propylbenzaaide, a. 162*; 4- 

(ethylBercapto)benzaBide (III), a. 185*; 3, 4-diBethylbenzaaide 
(IV). B. 222* (aaidine. a. 218-20*); 3-propyl-4- 
aethoxybenz amide, a. 213*; 3-allyl-4-BethoxybenzaBide, a. 
202-3* s 1-cyclopcntenc-l-carboxaaide, n. 202*; 

l-cyclohejiene-l-acetamide, a. 176-7*. IV is also obtained by a 
24-hr. hydrolysis of the following derivs. of N*-sulfanilyl-3,4- 
dlmethylbenzaaidine: N.N-diethyl-, a. 148-50*} N-phenyl-. a. 
198-200*: N,N-diaethyl-> N-tolyl-i and by a 12-hr. hydrolysis of Et 
N-sulfanilyl-3,4-diaethylbenzimidate. a. 328-9* (decoavMsition) . I and 
II are also obtained froa the corresponding benziaidic acid esters. A 
4-hr. hydrolysis of the proper aaidines yields N-sulfanilyl derivs. of the 
following anides: 3, 4-dimethylhydrocinnanaiaide, a. 76-8*1 
p-aethylclnnamaoide, ra. 209-10*; p-Bethoxy-«- 
aethylcinnamamide, a. 182-4*; hydrocinnasaaide, a. t60-l*i 
l-naphthaaidei 4-Bethyl-l-naphthaBide, a. 222*> 2-naphthanidef 
l-Bethoxy-2-naphthaBide, a. 230*; l-aethyl-2-indeDecarboaaaidc, a. 
233*. A 3-hr. hydrolysis of the proper aaidines yields 
N-sulfanilyl derivs. of 2-furaaide, a. 188-9* (cf. preceding 
abstract, a. 191-2*) (aaidine, a. 165-6*). and nicotinaaide. 
a. 256-7*. 

IT 6005-34-1, Nicotinaaide, N-sulfanilyl- 

(preparation of) 
RN 6005-34-1 CAPLUS 

CH Nicotinamide. N-sulfanilyl- (SCI) (CA INDEX MAKE) 




O 
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Certain sulfanilaiaide derivatives of nicotinic acid 
Sadykov, A. S.f Naksioov, V. I. 
Middle-Asiatic State Univ. 
Zhurnal Obahchei Khinii (1946), 16, 1719-28 
OODEN: Z0KHA4; ISSN: 0044-460X 
Jcxirnal 
Unavailable 

In view of the partial control of the toxic effects of sulfa drugs by 
adainistration of nicotinic acid, several derivs. of sulfa drugs containing 

a 

nicotinic acid residue were prepared Sulfanilaaide (7.2 g.) in 30 cc. 
pyridine bases (crude) was treated with 7 g. nicotinyl chloride (I) and 
the oixture was heated on a steam bath 2 h.; after removal of the solvent in 
vacuo and dilution with H20, the cnide product was purified by 
crystallization from 

50% Eton, then from EtOH, to yield. Nl-nicotinylsulf anilamide, d. 

2S6-7' (84.6%), identical with the Crossley, et al., product (C.A. 

34, 392.8). I (28.8 g.) in 100 cc. pyridine bases was treated with 42 g. 

P'AcNBC6iI4S02NR2 and heated on a steam bath for 3 h. : after dilution with 

water, 4S g. Nl-nicotinyl-N4-acetyl3ulf anilamide, a. 213-15* (froa 

50% EtOH) (nethiodide, ra. 196-7* {from EtOH) ) was obtained; the Ac 

group is readily removed by hydrolysis with 15% HCl at 50-60* 3 h. 

I (14.1 g.) in 30 cc. pyridine bases was treated with 9.4 g. 

2-aminopyridine and the mixture was heated on a steam bath for 3 h.f after 

removal of the solvent in vacuo 20 g. 2-nicotinylaminopyridine, m. 

230* (from EtOH) (picrate, a. 220-1* (from EtOH); 

nethiodide. 192-3* (fron EtOH)) was obtained. I (7.2 g.) in 25 

cc. pyridine bases and 12 g. sulfapyridine heated on a stean bath 3 h. 

yielded after dilution with water 12 g. N4-nicotinyl-Nl- (2- 

ami nopyridyl) sulfanilamide (nicotinylsulf apyridine) , m. 165-6* 

(from EtOH); picrate a. 149-50* {from EtOH); nethiodide o. 

228-9' (from EtOH). I (14.2 g.) in 50 cc. pyridine bases and 10.8 

g. sulfaguanidine heated on a steam bath 2 h. yielded 

dinicotinylsulfaguanidine, a. 219-20* (from 50% EtOH), in 12-g. 

yield; picrate a. 191-2* (from EtOH) ; similar reaction, using 

N4-acetylsulfaguanidine, gave 12 g. nicotinyl derivative (from 7.2 g. I), a. 

2S8-9* (froa 50% EtOH); picrate m. 200-2* (from EtOH). 

Similar reaction of sulfa-4-raethylthiazole gave the N4-nicotinyl derivative 
(15 g. froa 7.2 g. I), m. 230-2*. Nicotinic acid (12.3 g.), 12.1 

g. PhNEtH, and 10 g. PC15 were heated to 200-10* 4 h.: on cooling, 
diluting with 200 cc. H20, and laalcing alkaline with 50% HaOH there was 

obtained 

N-phenyl-N-ethylnicotinamide, b3 186-90*, m. 63* (fron 

MeZOO); picrate a. 1S4-5' (froa EtOH); aethiodide a. 

137-7.5* (froa EtOH). PhNHEt (121 g.) treated, with cooling, with 

78.5 g. AcCl gave 150 g. N-Ac derivative, m. 53*, which was treated at 

20-5* with 350 cc. C1S03H; the mixture was heated to 60-70* 3 

h. , poured on ice, and filtered to yield 200 g. p- (N- 
ethylacetamidojbenzenesulfonyl chloride, m. 139-40* (from 

(CH2C1)2); this was added slowly to 380 g. concentrated NH40H to yield 150 

p- (N-ethylacetaaido)benzenesulfonaaide, a. 123-4* (fcoa water) . 



H2N. 
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The latter (50 g.) in 150 cc. 20% HCl was heated to 65-70* for 3 
h., to yield on cooling and neutralization with Na2C03. 
N4-ethylsulf anilamide, a. 110-1*. When this (5 g.) and 3.6 g. I 
were heated on a steam bath 4 h. in 20 cc. pyridine bases there was 
obtained, after the reaoval of the solvent in vacuo, 5.6 g. 
Nl-nicotinyl>N4-ethyl9ulfanilaBidc, m. 229-30* (fron 70% EtOH)i 
picrate b. 218* (froa EtOH)i nethiodide a. 214-15* 

(decoqpn.f froa EtOH)! the prepn. was confimed by a similar condensation 
of I with the N4-acetyl-N4-Et deriv. to yield Nl-nicotinyl-N4-ethyl-N4- 
acetylsulf anilamide, m. 242-3* (froa EtOH), which on hydrolysis 
with 20% HCl for 5 h. at 65-70* gave a product identical with that 
of direct condensation. 

6005-34-1, Nicotinaaide. N-sulfanllyl- B<575«-75-8, 

Nicotinamide, N-(N-ethylsulfaRilyl)- 8457S«'-e2-7. Nicotinaaide, 
N-(N-ethylsulfanilyl)-, aethiodide 645754-83-8, Nicotinaaide, 
N-(N-ethylsulfanilyl)-, picrate 845960-04-S, Nicotinaaide, 
N-(N-acetyl-N-ethylsulfanilyl)- e45M0-39-«. Nicotinamide, 
N- (N-acetylsulfanilyl) - 845960-40-9, Nicotinamide, 
N-(N-3Cetylsulfanilyl)-, aethiodide 860430-81-5, Sulfanilamide, 
N4-ethyl-Nl-nicotinoyl-, picrate 860430-83-7, Sulfanilaaide. 
N4-ethyl-Nl-nicotinoyl-, mthiodide 

(preparation of) 
6005-34-1 CAPLUS 

Nicotinaaide, N-sulfaoilyl- (BCD (CA INDEX NAME) 



RN 845754-75-8 CAPLUS 

CN Nicotinaaide, N-(N-ethyl9ulfanilyl) - (SCI) (CA INDEX NAME) 



RN 845754-82-7 CAPLUS 

CN Nicotinaaide, N- (N-ethylsulf anilyl) -. 



CRN 84S7S4-75-8 
CHF C14 HIS N3 03 S 



aethiodide (5CI) (CA INDEX NAME) 
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CRN 74-88-4 
CM7 C H3 I 



RN 84S754-83-8 CAPLUS 

CN Nicotinaaide, N- (N-ethylsulf anilyl)-, picrate (SCI) (CA INDEX NAME) 



CRN 845754-75-8 
OfP C14 H15 N3 03 S 



^ II 11 /V 



CRN 88-B9-1 
OF C6 H3 N3 07 



N^^s^N02 



RM 8 4 5960-04 -5 CAPLUS 

CN Nicotinaaide, N- (N-acetyl-N-ethylsulfanilyl) - (SCI) (CA ] 
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ftf^ 71 — s-NH-c — r; ^N 



RN 845960-39-6 CAPLUS 

CN Nicotinaaide, N- (N-acetylsulf anilyl) - (SCI) (CA INDEX NAME) 



RN 845960-40-9 CAPLUS 

CN Nicotinamide, N- (N-acetylsulfanilyl)-, nethiodide (SCI) (CA INDEX NAME) 



CRN 845960-39-6 
CMF C14 H13 N3 04 S 



^ " II ^ 
7| S-NH-C Ti ^N 



CRN 74-88-4 
CMF C B3 I 



RN 860430-81-5 CAPLUS 

CM Sulfanilaaide, N4-etbyl-Nl-nicotinayl-, picrate (SCI) (CA INDEX HAKE) 



CRN 845754-75-8 
CMF C14 HIS N3 03 S 
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Valuable derivatives of sulfonaaidcs 

Oohrn. Max; DiedricS, Paul 

Sobering Corp. 

Patent 

Unavailable 
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PATENT NO. 



KIND DATE 
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US 2411495 19461119 US 

GX For diagran(s), see printed CA Issue. 

AB Sulfonamide derivs. acylated at the sulfonanide N, of the general foreaila 
RS02NKX. in vtiich R stands for an arooatic, heterocyclic, or aixed residue 
and X for an acyl radical, are described. In these cojspds. the H atom can 
be replaced by metals, the resulting salts being easily soluble in water 

with 

neutral reaction. The nev conpds. are nade either by direct acylation of 
the sulfa drugs and partial saponification of the diacyl derivs. or by 
reacting 

sulfonyl chlorides or anhydrides vith acyl aaides. Another aethed 
consists in acylating nitro- or halo-substituted sulfonamides and then 
substituting the nitro or halogen groups by the NH2 group. The alkali or 
alkaline earth salts of the nev cocpds. are prepared by simply adding the 
calculated 

amount of hydroxide in aqueous solution and precipitating vith ale. 

Heavy-metal salts are 

made frora their sulfates and the Ba salt of the nev compds. Organic bases 
can also be used for salt formation. The products have the sane 
therapeutic use as the parent sulfa coapds. p-RNKC6R4502NUXj Number, R. X, 
H.p.i I, Ac, Ac, 253* <d.).- II, H. Ac. 181 *> III, EtCO, 
COEt, 232' » IV, H, COEt, 130-1*; V, Ac, Bz, 24 5-6* 
(d.)» VT, H. Bz, 179-86'j VII, PhCH2, Ac, 143-4 *; \ail, 
P-ACNHC6H4S02, Ac, 178*; IX, p-H2NC6H4S02, Ac. lB7*i X, H. 
C6R4SOZNH2(m), 1S6*I XX, Ac, C6H4S02NHAc(a) , 14S-6*: XII, 
PhCH20CO, H, 192-2.5*1 XIII, PhCH20C0, Ac. 167-8*; XIV, 
EtOCO, H, 238*; XV, EtOCO, Ac, 244*; XVI, MeOOO, H, 
226-7*j XVII, glucoside, Ac, 191*; XVIII, H, nicotinoyl, 
246*; XIX, Etora. nicotinoyl, 241*; XX, EtOCO, COPr. 
217-lB'j XXI, H, COPr. 125'; XXII, EtOCO, COCH:CHMe, 
224*; XXIII, H, COCH:CHMe, 175*; XXIV, Ac, COC6H4N02 (p) , 
256*; XXV, EtOCO, COEt, 203*; XXVI, EtOCO, COCH2Ph. 
209"; XXVII, H, C0CH2Ph. 182*; XXVIII. EtOCO, C0CH2C1, 
229*1 XXIX. EtOCO, COCH2NH2, 223*; XXX, BtOCO, COC6B40a(o) , 
242*1 XXXI, B. 00C6R4aH(o), 200-1*; XXXII. EtOOO, C0C.O.(S, 
259* (d.); XXXI 11, H, OOC.O.CH. 188-9"; XXXIV. H, CH-CH 
hydnochauloyl (chaulmoogcoyl) , 131*; XXXV, EtOCO. C02Et, 
162*; XXXVl. H, C02Et, 133*; XXXVI 1. AcNH, Ac, 
278-9*; XXXVIII, H2N, Ac; XXXIX, PhNH, H, 178*; I, prepared 
from sulfanilamide and Ac20, prisms from ale. insol. in water, soluble in 
alkalies, forms neutral salts. Vhen it is refluxed in a quantity of 2 N 
NaOH insufficient for complete saponification, then acidified, and the 

precipitate is 
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treated with dil. Na2C03 soln., II dissolves and the p-AcNHC6H4S02NH2 
formed simultaneously remains undissolved; II. colorless crystals, is 
easily sol. in ale. and acetone, difficultly in water, insol. in benzene 
and CHC13. V is prepd. frora p-AcNHC6H4 S02NH2 and BzCl in NaOH. X, from 
P-AcNH:6H4S02C1 and ra-H2NC6H4, followed by sapon., gives XI with Ac20. 
XII is obtained in 250-g. yield by adding 340 g. ClC02CH2Ph to 172 g. 
sulfanilamide at 0* with stirring, sepg. the XII after several 
hrs.. washing it with dil. HCl. and crystg. it from HeOH; boiled with S 
times its wt. of Ac20 it gives XIII, 200 g. of which, shaken in 3 1. ale. 
with 5 g. Pd black and H, yields 106 g. II. XIV, from NH3 and an ether 
soln. of N-carbethoxysulfanilyl chloride la. 104-5*, prepd. from 
PhNHC02Et and C1S03H at 0' and then at 55-60*, pptd. in ice 
water, and purified from MeOH and water). XV, from XIV and Ac20, gives II 
vhen heated 10 rain, at 80* with 7 times its wt. of 2 N NaOH. 
N-Carbonethoxysulfanilyl chloride, froa p-HeO2CNHC6H4S03Na and PC15, n. 
117-18*. XVII, from II and glucose refluxed in EtQH, needles froa 
abs. EtOH, easily sol. in water; its alkali salts dissolve easily in water 
with neutral reaction. XIX, from XIV and nicotinoyl chloride in pyridine, 
sapond. by 2 N NaOH 24 h. at room temp, to XVIII. XX, frora XIV and 
PrCOCl, sapond. to XXI by 2 N NaOH at room temp. XXII is prepd. by 
heating 24.5 g. XIV, 125 g. MeCH:CHC02H, and 11 g. MeCH:CaC0Cl 2 h. to 
14S*, decorapg. with ice water, dissolving the ppt. in Na2003, and 
pptg. vith AcOH. XXVI, frora XIV heated several hrs. at 160-70* 
with PhCH2C0Cl. XXVIII, from XIV and (C1CH2C0) 20 heated 1 h. at 
120-5*, gives XXIX with conod. NH3 soln. at room terap. XXX, from 
XIV and O-H0C6H4COC1 heated several hrs. at 170-80', sapond. to 
XXXI by 2 N NaOH. XXXII. from XIV and pyromucyl chloride in C5H5N with 
cooUng, sapond. to XXIII by 2 N NaOH. XXXIV, prepd. by heating XIV with 
hydnochauloyl chloride at 148*, pptg. in water, and repptg. frora 
Na2C03 soln. XXXV, frora XIV and ClC02Et in CSHSN, frora sulfanilamide and 2 
aols. ClC02Et. or from p-EtO2CNHC6H4S02Cl heated with urethane at 
140-SO* until a sample is readily sol. in dil. Ha2C03 soln. 
2-Acetanido-5-(acetylsulfasvl>P/ridine (XXXVII), from 2-chloro-S- 
pyrldinesulfonamide reacted with coned. NH40H in a closed container at 
150* and the product boiled with Ac20 and recrystd. from water. 
Other compds. mentioned are: 4- (Acetylsulfamyl) -2' , 4 ' -diarainoazobenzene 
(XL), prepd. from diazotized II and ra-C6H4 (NH2) 2, is pptd. by AcOH froa 
hot Na2C03 soln. in blue- red lustrous leaflets, decoapg. 180*. 
l,3-Bis(4-(9Ctcylsulfanyl)phenyl]urea, prepd. froa II in NaOH at 
50* with phosgene and purified by pptg. with AcOH froa hot Na2003 
soln., needles, decoop. 255' , very difficultly sol. in water. 
l-[4-(AcetylsulfaByl)phenylazol-2-naphthol-6.8-disulfonic acid, froa 
diazotized II and 2, 6, a-ClOHS (OH) (S03Na)2 in Na2C03 soln.; after 
acidifying slightly the Na salt is pptd. by satg. with NaCl and recrystd. 
from dil. ale. in vermilion reddish prismatic needles, decoop. 
333*. N,N'-Bis(N-carbethojty9ulfanilyl)adipaaide, frora XIV and 
adipyl chloride at 150*. crystals froa dil. ale, ra. 220* 
(decoBpn.). sapond. to the 4,4*-diamino compd. , a. 212* (froa dil. 
ale.). N.N* -Bis (N-carbethoxysulfanilyl] nucic acid amide, froa XXV and 
aucic acid chloride at 190*. a. 201*, sapond. by 2 N NaOH to 
the 4,4'-diaaino compd., a. 233*. l-[4- (Acetyl^ulfaByl)phe^yla^o}- 
2, 6-diaminopyridine, froa diazotized II and 2, 6-diaainopyridine in acid 
soln. after addn. of NaOAc, orange reddish needles froa ale., a. 
191-2*, sol. in Na2C03 soln. Salts of II: Na, froa 21.4 g. II 
dissolved in 100 mL. N NaOH, conod., pptd. with EtOH, and recrystd. froa 
dil. ale., a. 257*; Ba, a. 185* (decoapn.), frcxa dil. ale.; 
Cu, froa the Ba salt with CuS04, greenish powder; NH4, a. 156* 
(deeoc^n.); pyridine, froa XI dissolved in hot C5H5N, cooled, and the ppt. 
recrystd. froa ale, a. 120*i diethanolaaine. a. (about) 
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155* > Ca, frcn II and CaC03; Ag, pptd. froa II in water with AgN03. 

washed with water, ale., and ether, and dried, a. 216* i Bg, froa II 

in water with Hg(OAc)2, a. 251* (decoapn.); quinine, froa 31.4 g. 

II and 32.4 g. quinine in ale. and evapn. of the latter, sol. in water, a. 

73*; morphine, from the components In ale, with heating, pptd. by 

addn. of ether, d. about 160*. Ca salt of IV, frora IV and CaC03 in 

water, crystals froa dil. ale, decoop. 283*. Hg salt of XXXIII, 

froa XXXI IX and HgO03 in boiUng water, crystals from dil. ale Na salt 

of XVIII, fron dil. ale, decomp. above 270*. Mg salt of XVII, 

from XVII and HgC03 in boiling water, a. 165-7*. Na salt of IX, 

froa IX with dil. NaOH and pptn. with ale Ca salt of VII, frora VII and 

CaC03 by boiling several hrs. in water and pptg. from the coned, soln. 

with ale, n. 268* (decompn.). Na salt of XL, orange-brown needles 

from water with ale. and ether, decoap. 207*. 

6005-34-1, Nicotinamide. N-sulfanilyi- 845S74-82-0, 

Carbanilic acid, p- (nicotinoylsulf aaoyl) ethyl ester 

(preparation of) 
6005-34-1 CAPLUS 

Nlcotinaaide, N-sulf ani lyl- (BCI) (CA INDEX NAME) 



RN 345674-82-0 CAPLUS 

CM Nicotinanide, N-(N-carbaxysulfanilyl) -, ethyl ester (5CX) (CA INDEX NAME) 



EtO-C-NH 
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Aaidines. II. Preparation of cyanides, asiides, and 
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Oxley, P.; Partridge, M. v.t Robson. T. D.i Short. V. 
P. 

Boots Pure DruQ Co. Ltd.. Nottinghaa, UK 
Journal of the Cheaical Society, Abstracts (1946) 

763-71 

CODEN: JCSAAZf ISSN: 0590-9791 
Journal 
Unavailable 
CASREACT 41:2208 

It is suggested that the reaction between RC02H and 



OOCUNEKT TYPE: 

LANGUAGE: 

OTHER SOURC£(S): 

AB cf. C.A. 40, 4367.1. 

R*S02NH2 can be represented as occurring in 5 stages: (A) RC02H * R*t 
RC0KH2 + R*S03H; (B) RCXMCO + R*S0ZNH2 + R'S03H -» RCOim502R' + 
R*S03NH4; (C) RCONHS02R' RC ( : NH) 0SO2R* j (0) RC ( : NH) 0SO2R' RCN + 
R'S03H; (E) RCN + R'S03NH4 RC ( : KH) NH2 . R' S03H. BzOH and 
PhS02NMe2, heated at 235-40*, react exothermically to yield 831 
BzNHe2 and PhS03H. The constituents in hot He2O0 yield nicotinic add 
benzenesulfonate (I), a. 160*. I and Ph502NEt2 at 220* for 
1 h. give 61% nicotinodiethylaaide (II). More direct evidence for the 
functional exchange is provided by the fact that the reaction between 
RC02H and RS02NH2 can be arrested at this stage. Nicotinic acid (12.3 g.) 
and 31.4 g. PhS02NH2, kept at 22S* for 4.5 h., give 9 g. PhS02NH2 
and 17.5 g. nicotinamide benzenesulfonate. a. 157* i this results 
also froa the cosponents in Ke200. On the other hand. I and PhS02NH2, 
heated at 230* for 40 ain., yield 75% 3-cyanopyridine 
benzenesulfonate, a. 132*. Vhen the R002H contains no basic group, 
the reaction can be arrested at stage A by the addition of a base. Thus, 1 
Bol each of p-II02CC6R4SO2He. PhS02NR2, and C5H5H give 33.4% (95% on acid 
consumed) p-carbaoylphenyl Ke sulfone (III), H2NOOC6H4S02Me. n. 
226-6.5', when refluxed 3.25 h. C5H5N or quinoline almost 
coBtpletely inhibits the reaction between BzOH and PhS02NH2 at 
230-50*. The RC02H-R' S02NH2 exchange appears to be catalyzed by 
acids; thus, a small quantity of a sulfonic acid elininates the period of 
induction soeetimes observed in this reaction and shortens the duration of 
the first weakly exothermic phase in the reaction of PhS02NH2 and 
P-02NC6H4COC1; when heated at 145-50* for 5 h., these conpds. give 
60% N-p-nitrobenzoyibenzenesulfonaaide (IV), a. 216-17* f IV results 
also from PhS02NH2 and p-02NC6H4C02H on heating at 220*, the 
reaction being accelerated by the addition of a saall quantity of 

PhS03H.H20; 

the cemperature changes which occur during the reaction are shown in 

curves^ the 

tcaperature rise is much greater with the catalyst. IV, heated at 220* 
40 Bin., gives Bl% p-02NC6H4CN (66% after heating 18 min.). The O-N02 
isoaer of IV, a. 171* (46% on basis of acid or 64% on basis of 

anide): heated at 225* for 8 min., it yields 42% 0-02KC6H4CN. 
p-H02CC6H4502He and PhS0NH2, heated at 225* 70 min.. give 62% 
p-NCC6H4S02Me (V) and 20.51 N- (p-methylsulf onylbenzoyl) benzenesulfonaaide 
(VI), a. 214.6-15*. If a small quantity of anhydrous PhS03H is added, 
the yields are 80.3 and 1.2%, resp. p-C100CeB4S02Me and PhS02NH2, heated 
at 14S* for 3.5 h., give 50.8% VI. An equiaol. mixture of III, 
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PhS02NH2, and PhS03H, heated at 193* 0.5 h.. gives 81% V and 8% VI. 
When heated at 230* 1 h., Vl gives 951 v. p-B02CC6H4SO2Et and 
PhS02NH2, heated at 225* 30 ain.. give 79* PhS03NH4. 59% 
p-NCC6H4S02Et, and 12.7% of the Et hoaolog of VI , a. 189*. Thus, 
it seeos clear that "mixed ioides" of the type of IV and VI are the 
precursors of the cyanides produced fron R002a and R*S02NB2. The 2 
esotheraic phases involved in the prepo. of p-02NC6H4CN represent the 
acid-aaide exchange (phase A) and the decoa9>n. of the aixed aaide (phases 
C and 0). BzNH02Sph results in 3% yield on heating BzNH2, PhS02NH2, and 
PhS03H at 155* for 3 h. PhS02NHBz, heated at 200*, gives 89% 
PhCN and 62% PhS03H. This establishes reaction D and the isooerization 
postulated in C is analogous to that which occurs in the Beckoann 
transforoation of oxiaes. Stage E has been discussed in Part I. Details 
are given of the prepn. of o- and p-B02CC6H4S02He, p-02NC6B4S02He, 
p>B2NCSI4S02Me, p-NCC6H4S02He, and p-B02CC6R4S02Et. p-MeC6H4S02Pr (116 g.) 
in 600 CC. H20 at 90*. treated 12 h. with 185 g. XMn04, give 47% 
p-carboxyphenyl Pr sulfone. a. 191-3*. p-HeC6H4S02Na and 
P-O2NC6H4O0C1 in EtOH. boiled 1 h., give 56.5% p-tolyl p-nitrobenzyl 
sulfone, o. 185-9*; oxidn. with Na2Cr207 in boiling AcOH gives 68% 
of p-carboxyphenyl p-nitrobenzyl sulfone, a. 295-300*. Examples 
are given of the prepn. of 19 cyanides froa an acid and a PhS02NH2f 
2-cyanophenyl He sulfone, 83.5%, a. 103-4*» 4-cyanodiphenyl 
sulfone, 74%, a. 118* i 4-cyanophenyl 4-nitrobenEyl sulfone. 38%, a. 
168>9*. The sethod fails with acids which are readily 

decarboxylated (e.g., p-II0C€H40O2H) and auch decarboxylation occurs with 
p-Me0C6H4CO2H, the yield of p-MeOC6H4CN being only 10%. It is convenient 
to employ PhS02NH2 and p-HeOC6H4 S02NH2 because of their accessibility, 
although a somewhat lover yield (5%) of cyanide is usually obtained with 
the latter. There is usually no difficulty in regulating the exptl. 
conditions so that vary little aaidine Is foraed when a cyanide is the 
desired product of the reaction. Several exa^les are given In which an 
increased yield of aaidine salt is obtained if the sulfonic acid Is 
neutralized with dry NH3 before raising the teap. to accelerate the 
reaction of phase E. p-NCC6H4S02Et (23 g.) and 25 g. PhS03NH4, stirred at 
245* for 4 h., give 52.5% p-amidinophenyl Et sulfone 
benzenesulfonate, a. 240*. p-Nitrobenzaaidine picrate a. 
240*. 3,4-Dichlor<^enzaaidine a. 94-S*f HCl salt a. 
239.5*; benzenesulfonate a. 240-1*. Benzanide 
benzenesulfonate m. 121.5-2*. 

IT 113513-72-7, Nicotinamide, benzenesulfonate 
(preparation of) 

RN 113513-72-7 CAPLUS 

CN 3-Pyridinecarboxaaide. N- (phenylsulfonyl) - (9CI) (CA INDEX NAME) 
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Sulfonic add aaides of organic sulfonic adds and 

primary or secondary aalnes or amides 

Aktieselskabet Grinds tedvaerket 

Patent 

Unavailable 
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KIND DATE 



APPLICATION NO. 



DATE 



DK 63458 19450507 OK 

For diagraB(s), see printed CA Issue. 

A primary or secondary aaine or aaide is condensed with an aldehyde, and 

the product treated with the halide or anhydride of the desired sulfonic 
acid. Water is then added and. if necessary, a substance capable of 
splitting off H halide. The reaction proceeds as follows - R1NH2 
-»R2CH0 R1N:C3IR2 -♦R3S02X R3S02R1N-CHXR2 -«20 

R1NH.S02R3 The aldehyde is regenerated in the last step of the process. 
Examples are given of the first intermediate compound by interaction of (1) 
BzH and AcNH2, (2) 2-hydroxynaphthaldehyde and 4-nitroanlline, (3) BzH and 
5-aaino-2-cyanothiazole and 5-amino-2-thiazolethiocarboxaBide. (4) BzH and 
5-amino-6-quinoLLnecarboxylic add, (S) BzH and 4-aainofflOrpholine, (6) AcH 
and anthranillc acid, (7) PhCH:(SCHD and anthranlUc acid, and (8) BzH and 
4-aainO'l,2,4-triazole. Specific examples are given of the preparation of 

p-tolylsulfonanidobenzene from PhCH:NPh and p-MeC6H4S02Cl, (2) 
p-acetamidophenylsulfonamidobenzene from PhCH:NPh and p- AcNHC6H4 S02C1 (I), 
(3) p-acetamidophenylsulfonaaidothiazole froa 2-salicylideneafflinothiazole 
and I, (4) p-acetaaidophenylsulfonaaidopyridine from 2- 
saUcyUdeneaminopycidine and p-H2NC6H4S02Cl, (5) N- 
aethylbenzenesulfonaaide from PhCH:NHe and PhS02Cl, (6) 

N- (p-acetamidophenylsulfonyl) anthranillc acid from N-ethylldeneanth rani lie 
acid and I, (7) phenylsulfonaaidothiazole froa N.N' -benzylidenebis (2- 
aminothiazole) (II) and benzenesulfonic anhydride, (8) 
N-methyl-2-naphthalenesuIfonamide froa PhCH:NHe and 2-C10H7SO2C1, (9) 
2- (2-naphthylsulfonaaido) thiazole froa II and 2-naphthalenesulf onic 
anhydride, and (10) a sulfonamide from 4-benzylideneamino-l. 2,4-triazole 
and p-HeC6H4S02Cl. The preparation of Nl,N4-diacetylsulfanilaBide and, 
N4-acetyl-Nl-nlcotinylsulfanilaBide (III) by slailar acthods is also 
described. Nl-Nicotinylsulfanllaalde aay be obtained by the saponification 

III. 

6005-34-1. Nicotinamide, N-sulf anilyl- 

(preparation of) 
6005-34-1 CAPLUS 

Nicotinaaide, N-sulf anilyl- (SCI) (CA INDEX NAME) 
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ACCESSICW NUMBER: 1946:11379 CAPLUS 

OOCUHENT KUHBER: 40:11379 „ 

ORZGIHAL REFERENCE NO.: 40 :2125e-i, 2126a 

TITLE: Sobs N4- and Nl-hetecocycUc-aeyl-sulfanilaudes 

AirrHOR(S): Jain, B. C.i Iyer, B. B.i Guha. P. C. 

CORPORATE SOURCE: Indian Inst. Sci., Bangalore 

SOURCE: Science and Culture (1945). 11. 270-1 

CODEN: SCINAL* ISSN: 0036-8 1S6 
DOCUMENT TYPE: Journal 
lANGUACE: Unavailable 

AB Sulfanilamide (I) vas reacted with quinolinyl anhydride to give 

pyridine-2-carboxy-3-carbonyl-N4-3ulfanilaaide. vhich o. 210*. 

solidified and reaslted at 260*. and reacted vith thionyl chloride 

to yield pyridine- 2, 3-dicarboiiyl-N4-aonosulf>nilaBide. n. 310-11" 

(decoisposition) . I vas reacted vith quinolinyl chloride to give 

pyridine-2,3-dicarbonyl-N4-di5ulfanilamide, m. 293* (decoi^sition) : 

vith chelidonic acid to give N-p-3ulfonamidophenyl-4- (p- 

aminophenylsulfonindnoichelidamic acid, ra. 163*. vhich could be 

decarboxylated to N-p-sulf onamidophenyl-4- (p-axainophenyisulf oniaino) -1,4- 

dihydropyridine. a. 210* (decoapositioa) . Di-Bt dihydro-s-collidline-3,5- 

dicarbcniylate condensed with I upon heating under vacuum, giving 

dihydrocomdine-3,5-dicarbonyl-N4-disulfanilaaide, n. 2BS* 

(decoicpositian) . Fusion of I %fith 9-collidine~3, S-dicarboxylic acid gave 

3-collidine-3,5-dicarbonyl-N4-disulfanilajaide, ra. 260* (decomposition)* 

with chelidanic acid, 4-pyridone-2.6-dicarbonyl~N4-di3ulfanilamide. a. 

322* (decomposition); with 2, S-furandicarboxylic acid, 

fucan-2,5-dicarbonyl-M4-disulfaiiilaiaido, n. 255* (decomposition)! with 

cantharidin, 1, 4-endoxycyclohexane-2. 3-ddmethyl-2, 3-dicarbonyl-N4- 
sulfanilafflide, m. 234*. Fusion of I under vamura with 

oxalodiglycolic ester gave 3,4-dibydroxyfuran-2,S-<licarbonyl-M4- 

disulfanilaaide. which shrunk at 250* and decoB^msed; with di-Et 

furo-3, 4-p-dioxane-2, 5-dicatbozylate, 3, 4-ethylenedioxyf uran-2, S- 

dicarbonyl-N4-<lisulfanilafflide. decompose above 275*} vith 

thiodiglycolic ester, 3, 4-dihydroicythieno-2, S-dicarbonyl-Nl- 
disuifanilaraide (decomposition)} with di-Et thieno-3, 4-p-dioxane-2, S- 

di ca rboxyla t e , 3,4-ethyle nedioxy t hi eno-2 , 5 -dica rbony 1 -N4-disulfani lamide . 

P-ACNBC6B4S02C1 (II) condensed vith di-Et difaydrocolUdinedicarboxylate to 

give N-(N-acetylsulfanilyl)dihydrocollidinedicarboxylic acid, a. above 

300* (decotoposition) . II reacted with chelidamic acid in pyridine to 

give N- (N-acetylsulfanilyl) -chelidanic acid, a. 227* (decomposition), 

and could be hydcolyzed to N-(N*-3ulfanilyl) chelidamic acid. The K salt 

of p~AcNHC6H4S02NH2 condensed with 2, 5-furandicarbony chloride to give 

2-carboxyfuran-5-carbonyl-N'-ac6tylsulfanilaraide, d. 230*, and with 

quinolinyl chloride to give pyridLine-2, 3-dicarbonyl-N* - 

diacetylsulfanilamide, m. 308* (decoisposition) . 
IT 657759-72-9, Quinolinaaide, N,W-bis (N-acetylsulf anilyl) - 

(preparation of) 
RN 857759-72-9 CAPtUS 

CN QuinoUnamide. H,N*-bis(N-acetylsulfanilyl) - (SCI) (CA INDEX NAME) 
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1945:27380 CAPLUS 
39:27380 
: 39:4398b-d 

Effects of sulfonamides on chick-brain tissue 
cultivated in vitro 

deC. Saunders. John B.; Haymaker, Uebb 
Proceedings of the Society for Experioental Biology 
and Medicine (1945), 59, 306-9 
CODEN; PSEBAA; ISSN: 0037-9727 
Journal 
Unavailable 

AB Brain of 8-day~old chick embryos was cultivated in vitro in plasma to 
vhich sulfonamides were added in various concns. Cultures containing 
sulfadiazine and succinylsulfathiazole grew better than the controls at 
all concns. tested, even up to 5 times the saturation concentration 

SulCapyrazine, 

sulfapyridine, and sulfaguanidine in concns. up to saturation had no 
significant influence on growth. SulfatKiazole, sulfanilamide, 
succinylsulfanilamide, and nicotlnylsulfani lamide were more or less toxic. 
The solubilities of the different sulfonamides in plasma, their effect on 
the pB of the plasista, and the influence of pH on brain- tissue growth were 
determined 

IT 6005-34-1, Nicotinamide, N-sulfanilyl- 

(effect on brain) 
RN 6005-34-1 CAPLUS 

CM Nicotinaaida, N-sulfanilyl- (SCI) (CA INDEX NAME) 
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1945:16764 CAPLUS 
39:16764 
39:2624e-f 

N-Sulfanilylnicotinaaide 

Rosicky, Johann 

Patent 

Unavailable 

1 



KIND DATE 



APPLICATION NO. 



DATE 



DS 741635 194 30930 DE 

AB This compound is prepared from sulfanilamide or benzenesulfonamide 
substituted 

in the p-position by a group that can be transformed into a free amino 
group. The starting compound is nade to react vith quioolinic acid 
anhydride. The condensation is carried out either by fusing the tvo or by 
heating them in a solvent capable of withstanding a high tenperature Either 
simultaneously with the condensation reaction or by subsequent treatment 
the product is decarboxylated. 

IT 6005-34-1, Nicotinamide, N-sulfanilyl- 
(preparation of) 

RN 6005-34-1 CAPLUS 

CN Nicotinamide, N-sulfanilyl- (SCI) (CA INDEX NAME) 
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SuIfonatu.de derivatives of diaainodiphvnyl sulfones 
Tullar. Benjaain F. 
Parke, Davis & Co. 
Patent 
Unavailable 



KIND DATE 



APPLICATION NO. 



DATE 



US 23S8365 19440919 US 

The new compda. valuable as therapeutics, e.q., internal antiseptics, and 
intermediates for therapeutics have the general formula 

5-R3HN-2(p-R2HNC6H4S02)C6H3S02NRlR, vhere R2 and R3 represent Bec±>ers of 
the groi^ consisting of H and organic carbosylic acid radicals, Rl is a 
member of the class consisting of H and organic carboxylic acid radicals and 
R is a member of the class H and an alkali metal. The conpds. of the 
invention may be obtained by more than one method. For example, the 
corresponding sulfonamide substituted diphenyl sulfone having a nitro 
group substituted in one of the phenyl nuclei can first be prepared and the 
nitro group reduced to an amino group. Alternatively, the corresponding 
dinitrodi phenyl sulfide having a sulfonic acid group attached to the 
2-position of one of the phenyl nuclei can be reduced to the diamino 
sulfide and the sulfide oxidized to sulfone with or without protection of 
the amino groups by organic carboxylic acid. The resulting 2-sulfonic acid 
sulfone derivative can then b« converted to the corresponding 2-sulfonamide 
coopound The preparation of 4,4*-diaBinodiphenyl-sulfone-2-sulfonaaide, a. 
236' f 4.4* -di«cetanido-diph«nyl-9ulf ane-2-sulf onaaide, n. 
275*1 4,4'-diacetanidodiphenyl-9ulfone-2-N-acetylsulfonaaide, n. 
approx. 295*» 4,4*-diaminodiphenyl-9ulfone-2-N-acetylsulfonamide, 
m. approx. 285* s 4, 4 * -diacetattidodiphenyl-3ulfone-2-N-nicotinyl- 
sulfonaaide and the corresponding 4,4' -diamino coopound, a. 245-50* 
is described. U.S. 2,358,366. 2- (4,4' -Oiafflinodiphenylsulfone-2- 
9ulfonafflido) pyridine, m. 2.15* is prepared by oxidizing 
4,4*-dinitrodiphenyl<sulfide-2-sulfonic acid Na salt to Che Na salt of 
4,4*-diaitrodiphenyl-9ulfone-2-sulfonic acid, converting the latter by 
neans of PC15 into 4, 4* -dinitrodiphenyl-sulfone-2-sulfonyl chloride, 
treating the sulfonyl chloride with 2-aminopyridine to obtain 
2- (4,4' -dinitrodiphenyl-sulfone-2'sulfonafflido) pyridine and reducing the 
nitro groups of the latter with production of a-(4,4'- 
diarainodiphenyl-3ulfone~2-3ulfonanido) pyridine <2- (5-aaino-2- 
sulf anilylphenylsulfonamido) pyridine) . 
B6l045-37-tf, NicoUnamide, N-l5-acetamido-2- (N- 
acetylsulfanilyl)phenylsulfonyl)- B«l045-77-«, Nicotinamide. 
N- (5-aDino-2-9ulf anilylphenylsulfonyll - 

(preparation of) 
861045-37-6 CAPLUS 

NicoUnamide. N-(5-acetaiBido-2-(N-acetyl9ulfanilyI)phenylsulfonyl] - (4CI) 
(CA INDEX NAME) 
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RN B61045-77-4 CAPLUS 

CN Nlcotinanide. N-CS-aainD-Z-sulfanilylphanylsulfonyl)- (4CI) (CA INOSI 
NAME) 
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1942:21515 CAPLUS 

36:21515 

36: 33231, 3324a 

N - p-Tolue nesulf ony Ipy r i di neca r boxami de 

Frohring, Willian O.t Szabo. Lester J.; Landy, 

S. H. A. Corp. 

Patent 

Unavailable 



PATENT NO. 



KIND DATE 
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DATE 



US 2270201 19420113 US 

AB This coopound (suitable for use as a therapeutic agent in the tceatoent of 
infections of the coccus type) and the corresponding picolinoyl and 
isonicotinoyl amides are produced by a process which involves treating the 
acid amide with an aqueous solution of Na2O03, adding p-toluenesulfonyl 

chloride 

thereto and treating with acetone to precipitate the amide. 
IT 113S13-61-4, p-Toluenesulfonaaide, N- [3-pyridylcarbonyl) - 

(preparation of) 
RN 113513-61-4 CAPLUS 

Of 3-Pyridinecarboxafflide, N- [ (4 -me thy Iphenyl) sulfonyl] - (9CI) (CA INDEX 
NAME) 
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: 36: 3262a-b 

Ocular absorption of sulfonamide derivatives after 
local application 
P'an. Shih-Yi 

Proceedings of the Society for Experimental Biology 
and Medicine (1942). 49. 384-6 
CODEN: PSEBAAf ISSN: O037-9727 
Journal 
Unavailable 

The powdered co mp ds. were placed in the eyes of 
Sulfanilamide and Nl-nicotinyl3ulf anilamide were absorbed in 



effective amts. by all tissues and fluids except the vitreous humor. 
Sulfapyridine and Nl«N4-<iinicotinylsulfanilaaide were found in therapeutic 
concns. in the conjunctiva, cornea, sclera and aqueous humor. 
Sulfathiazole, 

sulfaguanidina and sulfadiazine were absorbed in effective concns. only by 

the conjunctiva and cornea. 
IT 600S-34-1, Nicotinamide, N-sulf anilyl- 7B2502-22-1. 

Sulfanilamide, Nl,N4-bis (3-pyridylcarbonyl) - 
(preparation of) 
RN 6005-34-1 CAPLUS 

CH Nicotinamide, N-sulfanilyl- (SCI) (CA INDEX NAME) 



RN 782S02-22-1 CAPLUS 

CN Sulfanilaaidc, Nl,N4-bis(3-p/ridylcarbonyl)- (4CI) (CA INDEX NAME) 
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Drug prophylaxis against lethal effects of savere 
anoxia. II. Alcohol, aoytal and pentobarbital 
Eaerson, George A.; Van Liere, E. J.i Harrison, Janes 
L. 

Proceedings of the Society for Experinental Biology 
and Medicine (1942), 49. 376-9 
COOEN: PSEBAA: ISSN: 0037-9727 
Journal 
Unavailable 

of. C. A. 34. 5938.1. Narcotic doses of EtOH reduced the lethal effects 
of acute anoxic anoxia in mice if adainistered 1 hr. previously. An/tal 
and pentobarbital did not produce coaparable effects. 
6005-34-1. Nicotinaaide, N^sulf anilyl- 702502-22-1. 

Nicotinanilids, 4 ' - (3-pyrldylcarboaylsulfaayl) - 

(preparation of) 
6005-34-1 CAPLUS 

NicotinaBide. N-sulfanilyl- (BCD (CA INDEX HAKE) 
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CN 



782502-22-1 CAPLUS 

Sulf ani lam.de , Nl , H4 -bis ( 3-pyridy lea rbony 1) - 



(4CI) (CA INDEX NAME) 
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Nicotinyl chloride and sulf anilanide in anhydrous CSHSN, cefluxed 1 h., give 
50-751 of N4-nicotinylsulfanilaBide (I), o. 257-8*. Nicotinanilide 
(0.05 Bol.), added to 0.5 nol. C1S03B belov 15*. the teaperature 
gradually increased to 60*, oaintained at this tca^rature for 2 h., the 
cdsture cooled and treated vith an excess of cold 281 NH40H, gives 40-50% of 
I. I does not titrate to a phenolphthalein (II) end point. The Nl-isomar 
(III) of I, prepared according to Crossley. Nocthey and Hultquist (C- A. 34, 
392.8) also a. 257-8' but because of its greater acidity titrates 
quant, to a II end point. A SOI mixture of I and III m. 233-5'; 
titration shovs that III does not rearrange during the Belting. I and Ac20 
give 50% of the Nl-Ac derivative, a. 255-6'. I and nicotinyl chloride 
in C5H5N, refluxed 1 h. , give 40% of Nl,N4-dinicotinylsulfanilanide, d. 
222*, resolidifies and then a. 248* i titration vith NaCH of the 
higher-aelting font gives the saae equivalent veight as before nelting. The 
preliainary phanaacol. investigation indicates that I is effective in the 
treatment of exptl. heaolytic streptococcus infections and also certain 
types of pneunococcus infections. The toxicity of I is lover than that of 
either sulfanilactide or sulfapyridine. 
600S-34-1, Nicotinaaide, N-sulfanilyl- 792502-22-1. 
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Sulf ani laaide derivatives. IV. N1,N4- 
Diacylsulfanilamides and Nl-acyl sulfanilamides 
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AB cf. C. A. 32, 8382.6. The most generally applicable method for the 

synthesis of Nl-acylsulf anilamides and that giving the best yield consists 
in the use of acyl halides and N4-acetylsulf anilamide (I) in C5H5N. 
folloved by alkaline hydrolysis, the yield based on the halide averaging 

60%. 

Acid anhydrides may also be used. Ac20 giving 60% of the di-Ac derivative, 
hydrolysis of which gives 32% of the Nl-Ac derivative (solubility in H20 at 

room 

temperature, 0.9%). The Nl-Na. derivative of I. prepared from I and NaOH 

vith 

recrystn. from H20 and dehydration in vacuo at 60-70'. vas used in 
earlier work but was discarded in favor of the C5H5N method. Dry fusion 
of I and acyl halides led in general to decooposition products together vith 
the desired Nl-acyl derivs. I and BzCI in PhHe, refluxed 20 h., give 40% 
of the Nl-Bz derivative Attempts to prepare Nl-aHcyl-Nl-acylsulfanilaaides 

by 

hydrolysis of the corresponding N4-Ac derivs. resulted in complete 
hydrolysis of the Nl-Ac derivative Such derivs. vere prepared by acylating 
N-alkylnitrobenzenesulfonaaides and reducing vith Fe and AcOH in PhMe. In 
the series of derivs. of fatty acids, the lower members vere moderately 
H20-soluble; on ascending the series, the H20 solubility decreased and the 
solubility 

in fat solvents increased; H20 solubility of derivs. having chains of 12 C 

or 

more was less than 0.001 g./lOO cc. All of the derivs. in which a H 
remained on Che amide N formed very soluble Na salts, which were neutral for 
the lower members of the series but became increasingly alkaline for the 
higher members. All of these coapds. could be titrated quant, to a 
phenolphthalein end-point, however, while sulfanilamide itself cannot be 
so titrated, since its Na sale is highly hydrolyzed at this pH. In 
general, the derivs. could be hydrolyzed quant, to the organic acid and tha 
amide (or sulfanillc acid) by boiling vith ale. HCl or more rapidly by 
heating to 180-200' with 65% B2S04. Tha lover mubtn of tha 
series could be titrated quant, by diazotization of tha II4-NB2 group. 
Alkylatlon of the Ml-N gava derivs. which bo longer foraad salts trith 
cations} these had increased solubility in organic solvents. These darivs. 

were 

sensitive to hydrolytic agents and in this resasblad the 
ni-alkyldisulfatkilaaides (C. A. 32, 8382.3). In tha tables of data qual. 
data are given for the solubility and the crystalline form. 
Kl - Acy Isul f ani laaidas : 

Ac (II) a. 1B2-4*, propionyl n. 134-5*. butyryl a. 

125.4- 6.6*, IsdDutyryl a. 198.5-200*. 2-ethylbutyryl a. 
189-93.5*. hexanoyl m. 129.2-9.9*. heptanoyl a. 
121.8-3.6'. 2-ethylhexanayl a. 165.5-8*. OCtanoyl a. 
101-3*. decanoyl n. 119-21*. hexdecanoyl o. 

112.5- 14.5*, dodecanoyl (III) a. 127-8.5*, tetradecanoyl a. 
113.5-17.7*, octadecanoyl a. 98-102*, 9-octadeccnoyl, 
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aaorphous, hexahydrob«nzoyl ■. 198.S-200*. chaulDcx>gryl a. 
97.9-9'. Bz a. 181. 2-2.3', p-nitrob«nzoyl sa. 235-40', 
p-aBinobenzoyl a. 197.8-9', hydrocinnaaoyl n- 160-3-1.5'. 
cinnasoyl a. 130-3' and then 174-5*, 4* -carboxybenzoyl a. 
above 225' (decoepn.), aandelyl o. 192.S-4.5* (decocf^n.). 
diphenylacotyl a. 210.5-12", furoyl a. 191.5-2', 

2- phenylcinchoninyl a. 305-10', nicotinyl a. 256-7. S", 

3- hydro«y-2-naphthoyl a. 245-50'. Nl-AceCylaetanilaaida, a. 
153.5-5.5*; tetradecanoyl analog, a. 113.5-14.2*. 
Nl-Methyl-Nl-dodecanoylsulfanilaaidQ, a. 59.3-60.5*. Nl-Acyl 
deriva. of N4-acetyl3ulfanilaBid«9: Ac a. 253. S-5*, propionyl b. 
242.5-4.3*, iaobutycyl «• 247-8*, bocycyl 236.2-40*, 
isovalecyl a. 21S-17.5*, 2-ethylbutyryl a. 270-2*, hexanoyl 

a. 191-3^, hcptanoyl a. 205-7.5*, 2-«tfaylheMnoyl (IV), a. 

214-15.6', octanoyl a. 195-7.6', decanoyl a. 

143.2-4.8', hendecanoyl a. 153.2-5*, dodecanoyl a. 130-6% 

tetradecanoyl o. 144.2-5', 9-octadecanoyl a. 131-5*. 

chaulxaoogryl, Bz a. 280-5*, hexahydrobenzoyl a. 210-22*, 

p-nitr<A>enzoyl a. 270-2', p-aainobenzoyl m. 260-3', 

hydrocinnaaoyl a. 160* and then 202.8 -5.4*. cinnanoyl a. 

228-9,5*. diphenylacetyl a. 248.5-51*. furoyl n. 

240.5-41.5*, 2-phenylciftchoainyl a. 166-70*. nicotinyl a. 

295-300*. Nl,N4-Didodecanoylsulfanil3i&ide. □. 144-5*. 

Nl-dodecanoyl-N4-(N-acetylsulfanilyl)9ulfanilaBide, a. 120* and 

then 150-2*1 Nl-dodecanoyl-N2-9ulf anilylsulfanilaaide. a. 

102-4*. The Na salt (vith 1 aol H20) , NH4 and Et2NH2 salts of 11 

and the Ag, Bg** and Ca salts of III and the Na and Mg salts of IV vere 

prepd. and analyzed. Prelioinary pharraacol. results indicate that III is 

effective in aice against infections by p-heaolytic streptococci and 

arrests cha spread of tuberculous infections in cavias. 
IT 6005-34-1, Hicotinaalde. N-sulf anilyl- e4S9«0-39-C, 

Sulfanilaaide, N4-acety].-Nl-3-pyridylcarbonyl- 
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RN 6005-34-1 CAPLUS 
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